(12)^|*ffi^^$HI=S-3^T^Bg**t ft: HNS th® 



d9) n&*atommm&M 
(43) mte'Affl a 

2001 ^2 Ml 3 (01.02.2001) 




PCT 



i urn iinnii ii hdie urn mi i n id inn mn inn inn ini iiiim mi mi mi 

(10) SIS^BBS^ 
WO 01/07423 At 



(51) HBSftltfl-Sr: C07D 277/34, 

277/36, 277/46, 277/60, 275/02, 417/12, 417/14, 513/04, 
A61K 31/426, 31/425, 31/427, 31/429, 31/4439, 31/4709, 
31/4725, A6 IP 7/04, 43/00 



(21) mwsnnmm^'. 

(22) UBS WEBB: 

(25) @B&UK<D§S: 

(26) BBS&MOVB: 

(30) m9t&T-$: 
t$IBi¥l 1/21 1164 



PCT/JP00/04909 
2000 if 7 fl24 0 (24.07.2000) 
B*I§ 

1999 if 7 26 0 (26.07. 1 999) JP 



(71) mmx(X&£8i<±x<Di§fc®iz'Di\x):m&& 

Siag<*3t#tt (SHIONOGI & CO., LTD.) [JP/JP]; f 
541-0045 *KJ&*Em**:BiHI*HT3TB lf|8# 

Osaka (JP). 

(72) S6W*;*5«fctf 

(75) »BB#/ttiBIA(*SIC-3^-C(D^;: it* fa (TAKE- 
MOTO, Hiroshi) [JP/JP]. £ UU IE B (TAKAYAMA, 
Masami) [JP/JP]. iSfflftS] (SHIOTA, Takeshi) [JP/JP]; 
T 553-0002 *BEJ&*BEHi*iaBK»ll5T i 12S4# 
tt»8aKtt£&t£A Osaka (JP). 



(74) ftSA: OJrt^a. #-(YAMAUCHI,Hideakietal.); 
T553-0002 *fE)S*llSr1ifiaBKjM5T S 12f|4-^ € 
fftt«Ktt**tt ttWBtSfiP Osaka (JP). 

(81) fij£S (@[fy: AE, AG, AL, AM, AT, AU, AZ, BA, BB, 
BG, BR, BY, BZ, CA, CH, CN, CR, CU, CZ, DE, DK, DM, 
DZ, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, 
IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, LT, LU, LV, 
MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, 
RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, 
UG, US, UZ, VN, YU, ZA, ZW. 

(84) J§£@ ARIPO f#l¥ (GH, GM, KE, LS, MW, 

MZ, SD, SL, SZ, TZ, UG, ZW), 3.— ^is7ttff (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 — □ >y /<4ff* 
(AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, 
LU, MC, NL, PT, SE), OAPI ftl* (BF, BJ, CF, CG, CI, 
CM, GA, GN, GW, ML, MR, NE, SN, TD, TG). 



= (54) Title: DRUG COMPOSITIONS EXHIBITING THROMBOPOIETIN AGONISM 

W (54) SS&UfKOSft: ha>^7Kx^>g$«:T^-X hf?ffl£*rr&E15MiJ*«J 



X 1_ Y 1_ Z 1 



O 




R 2 
V 

R* 



(I) 



(II) 

OR 



> V S \ 



R 5 (HI) 



(57) Abstract: Drug compositions containing 
as the active ingredient compounds of general 
formula (I), prodrugs of the same, pharmaceu- 
tical ly acceptable salts of both, or solvates of 
them and exhibiting thrombopoietin receptor 
agonism: wherein X 1 is optionally substituted 
heteroaryl or the like; Y 1 is NRACCKCHj)^- 0 r 
the like (wherein R A is hydrogen or the like); Z 1 
is optionally substituted allylene or the like; and 
A 1 is a ring represented by general formula (II) or 
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20 ^t©nj|gfttif l iw±ii$ua ^« 

yy^y-f^j, rg&s jx-^-cfc j;^ 2 , 5 7 ^ >sm *j * r sm 

25 $nt^T*J;^2 ) 5 - 7 5 >5M > r Bi&&aiTl , >"t& <fc i^^liifc^ 
fUSti^ , fcj:i>* nt i^r * £ v^ ^ D t ;i/ * ;u s> >r ;vj «#B& 
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X 1 £ £ t* £ rg^gf^-t t> iiNT U — £<fctf £ ux t> J: 
5 i^t- itli, <£i&77i/*7K t h'DJF>>il7;^;k t 

;K D 7- 'J -;K IP^ilfffS, 7 1l-;w7/ < . 7^^yv-T^) 

)\f * )V * * > > ^g^T'^^r^^^-x ^0^>, ^Dgi7;V^;V, T 7 ^ * ;i> 3" 
-N = N- C7^=/U) x T/U=3f- I^Vv 5 ^-^ v'^^^tf ?>n-S)o 

XMrfctts r@g|$ ntv>t cfc vat U — ;vj tUTli, 7i-;k 2-^ 

15 )]/ 7 3L — )]/ , 3-^Jl<7i-^ 4 -p« ji-^x 3, 4-^^5=-;i/7 

4 - ^c^;i/7 4 - t - 7 x. =. ;K 4-n-7"f ;i/7x^ 

4 - n-AJpi/Jl/7i-;K 4 - n- ^-^^^^i-^. 3, 5 - i? - t - 

3, 4-^^007 x - ^K 3, 5 - D D 7 i-^K 4-3— b* 7 

20 x^JK 4-h'j7;^D^f;i/7xr;K 4 7 a^—fr, 4-7JL 

= ;M?;i't*i/7xr^, 4-7xZ;i/7^7x^;K 4 - 7 xz;i/7 x-^^ 
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««T/>*/l'**i/, g^$tb-CV^X <l> «fc 5 / % gt&SftTV^T t> «fc<^7 5 

§tt^ si £ <«?itf, ^v*yA e^?s?=>u) % t^/u^/k ry- 

io /\nfgiKT;p^r;i/3|-^r^. <* nt in x ck vn t 5v , Bt&£ftT^T <fcO 

3 - ^ 7 i — 4-yfA7i^;K 4 - t - 7^JV 7 x.—J]/^ 4 - n - 

15 ^ > ^ ;i/ 7 i - ;i/ , 3-^5 L ;i/^^r^7^^;i'. 4-^^-;i/*df-^7i = ;p N 4 

i/*;v#-A7x^;K 4-^ v7Dt;^^i/*^*-;K 4 - n - :/^.;l/:^}- 
3 : • ^ # ;i/ ;K 4-t-7^JV**ri/JjJltf — )]/. 2 - 7J^D 7i~;i/, 3 
-7j^D7irJK 4-7;i/^D7i-;k 2, 4-i/'7;b3f D7i~;k 2, 
20 6 - ^7;bra-D 7 3, 4-^7**D7ii;K 2, 4, 5-b'J7;i/ 

;t D 7 ^ — ;K 2, 3, 4, 5, 6-^>^7^^n7i-;K 4-^DD7^ 
— 2, 4 — i/7 D D 7 i — 3, 4-y7DD7i-;i/ s 3, 5 - V 7 D 
D7i-;K 3-7Dt7i-;K 4-^0^71 — ^^ 4-3-P7i-;K 
3-7;i'^-D-4-^5 : -;i'^-^r'>7i-;i'. 3 - h V 7 *?-)]/7 *—))/^ 

25 4 - h 'J7;v^n^f ;|/7x^;k 2 - h »J 7 d * i/ 7 x. —jv, 4 

-7tfJl/7^7i-JK 4 -7 ^ J 4-N-^? L ;i/7 
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> y*;i/*-;i/7xr;K 4-N, N - P A 5. J ± ;i/7jt-;i/ N 2--|>d 

S<tlfX 2 CJ5tf5 rfg|$nt^tfe<t^ 5iAf D7 'J— ;uj OWWtMt^ 
20 Tfck, BlfcSftTt^T 4) J^MTA'^/K Si T /V * - /V (^^«s =CH- 
CH 3 ) s {£>SiT/W=¥-;K t Kn*->\ TA- 3rA-;*- # V, p< A# ^ K (S 
ftTA"*-*"?-;*-. An^y, = ho, i/7A *A^#*«/, <S HR 7 * ^ * * V 

25 —ha, ->7/f tf ^^nt^tt il^y-^^drv'^^t^^) „ TV 
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t p r v -jv (m 2 - tr y 3 - 1° y ^/k 4 - t° y 3 - 

5 - ^f/l'f!) i?!'- 2 — W^, 3-#/y/K 5 - ^ a a 7 ^ is — 

= n-o- (r^/u) «#3£tf&ft*o »*u<tts B»SftTV>T* ±V>ffli» 

«fcl%;7:c-;K D 7 'J — )b s =N-0- (T^/W) lf?.ft5o 

<*ft-Ci^T *> J:i>o 

10 *Wfflm<P. rjfiLfflf^ftj «, jfa./h«»«)*l|PSrfls5 Jfli**ASr**i-5. 
15 HSroflgm^tftK 

20 *»mHfe^»K:J:* t b TPO bfc t h TPO^#ttiffllfla^O^J3aJi 

Ufe^7 7T*fe*e 0With TPO KJ:*Jfc«F* % JBt*lttfli^1&(B-17) 

25 ^%m^m\z t h TP0fS»4*Sl/t^fto TPO*Mfc#tt*ltt«t©ili 
HSii5i£^ Ufcf^ 7 T-fe^o 6*,(£th TPO t«t*A6S*, HAfcHbilrfe 
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(B-17)£ J:-5JtS^*^U-CV>-2)o 



*»9!ft^*l:J:6V!>^ TPO §gffc£fg31 b & v * * TPO tfc#f$Mt*©*ffl 
5 mtgm&7* 7T'fe^o fiAttth TPO fc«fc*Jfcg£s TPO 



» w * n is -r 5 fc. * © * a <o ie ts 

10 fcj&s-CSfco £tz. WO97/05 13 5iJ;yWO 98/39737 £I3ffi© 



(A») 

R 12 OOC — Z 3 — CHO »~ R 12 OOC — Z 3 ' 
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(IV) (V) 
I31g 



HOOC _ z 3-^y— ^ ^ X 3_ NHCO _ zS-^^y-v 

(^) x 3 -nh 2 {*y 

(vi) (vn) (i-A) 

;k $ tctewmz tix^x i) 4; vn^^d t >J - ^ t ;i/ * ;k r 1 2 {4i£i8iT;i/*;i/) 



(S§ 1 H) 
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z 1 uts® (iv) ) jt&ftmmt Lx&m + Zo 
itsm (iv) WLTizm? i) ~~ 3) (Djsmiz&bmzz z> 0 i) 

*)\,**i/*>? d a&tM^?-)\'%*m^xM&mm*M^bm< » 2) ii?fm*> 

tizmbfcfolz J: t» (0!l;tli. S w e r nSHb. Dess-Marti n^-fbl?) . 
7)v*)v**i/j3)Vtf-)i'&&zfT)i<7 : \i F£*-r£-fb-£r$r (IV) ^fc#< 0 

T^l/^t Ki|as|# (IV) £ 2 , A-f-T^J U ^>^#>3?£,KJfc 
10 ^>S> U 7 J >B§*£#£f#3Xf§T-;&ao -fb£-*a (IV) £^ 

>Hf>, h;i/:n>^ ftttfc^iFif^y ^>IMi©#fiT, 2, 4- 

C £ -S (^^7x^-y;i/ (Knoevenagel) SfS) o 

Protective Groups in Organic Synthesis, Theodora W Green (John Wiley & 

(i2i§) 

ism (vi) ) &m2> ^ t&x-g 2>a 

25 (I3II) 

Wlli, Xsi'tf^&mmi* (vi) i7 5ylifr (vi i) fgtt^* 
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fiagft: ( I -A) iJr1l5lSt-fc5. rh7t Kn^^V, 

> , v?^na^^>-, h/uxy, --i^if V^CD^^ifC^TfettSo fS ^ * ;V 
ifc-CMt, 1-t FD^f^<y/Fy7/-/K t Ko*J/^^VW5 K, v 5 ^ 
5 f/i/7;y t'y-^y^t, v"? n^^-^A^/P** $ H\ l-ac^-A'-a- 

10 y/f^^pn^/V^-h^^SJS^t, 2ft tt5 ^ t \C X <P ft 0 Z. 

k&X'ZZo &&\£ti&mK.& CX h V xf/V7 ? V, fc° y v^^cDi^S^ffl^ 

WfeiaotifSii^fts. i) x 3 assgi£*i,-c^-ct> j^t y- 

2o©i«;tt s<k-&* (vi i) iifi:^?**. 2) x 3 ^gm$ttx 
v>-Ci> J:v^T:/-^-C-;fc5©-g-J3:, TIEco^-iSfe^ J: Y) (v I I ' ) 

5 r. t X- # 5 o 



20 



R D 



NH 2 

(Vm) (IX) Hal (VTT) rE 



26 



WO 01/07423 



PCT/JP00/04909 



(Hit) 



2 IS) 

\sT tSJSJtS ^ <b Id J; 9 , SWir-rS^TiZ-^p^fls: (VII*) 
10 ri^-CtS. 

(Bffi) 

SfMlfl _ ^ $218 



'^V^N BocHN— 2 3 '^V^N 



HOOC— Z 3 

(VI) (X) 



H 2 N— Z 3 ' X<! V^N X 3 -CONH— Z 3 '^V~r\ 

1*) x 3 -coci 

(xi) (xn) a-B) 

15 /H — AO 



(£ 1 IS) 

*Igli, *ywt^->^Bo ct«I^fc7 5/t|£it5lStfc5„ M 
20 x-f^, ^t^fy^CSIf, t - ^ ^ 7 -^fciy: h !) xf ;U7 5 © 
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(I21g) 

*IgttB o c<Z>J3H,(fcfg£rft9l$tT-£>-5 0 Protective Groups in Organic 
5 Synthesis, Theodora W Green (John Wiley & Sons)^ lZ gBfo <D 15 T* ft O Z. £ ifi 

T-^^.o ami, (X) ^h'J DSI-cjllt* 3 fccj; D 

U--5H8«^# (XI) 

(S3I1) 
(CS) 



HalOC 




A 1 , X 3 , Z 3 , *3cfcT>*Ha 1 « StflS 1^^^) 
15 AjfetJlfB^$iXTV^S^-&^ (V I ) ©K^o^WtSfc (XIII) 

£•£■5 w <t J; t) %&3b1rZ>fc&® (I-C) ^iKlgtfcS, 

Y^-CONH-, -NHCO-, $3 «£ - N H C ( = S ) NHC ( = O) 

20 --cfc^— jRS; (i) tus^-a-^jfi. BfriBcoAfe~cfe<fc mm<D&fo& 

ft 5 - t K ct 9 -g-^ci- 5 r. i «s -c * 5 . 

N-T/i^yu#:{2i§^ft:b;ft5T^^Wfcl-J: <9 ft 5 r. btf-e% Z> 0 
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Alk Alk ^ 




A 1 



-m&. (I) , (II), *3<kt>* (ill) fcaav^aMftastt-g-caffSiSr^-r 




10 (^4>. X 1 , Y 1 , 33 J;t>*z MiBtrSEi I^S^) 

(mm. ^3L>m. vw>«, y^^m, s<>m>x p- 
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5 t5^fe*3J:r;iitt5*teB> W^ffD e s i g n of Prodrugs, 
El sevi er, Amsterdam 1 9 8 5 ldSEi$HTV'5 0 SfcSSIfHb 

•e-«as*^Jt?* v^s&w-rs****. *> <t ^ 5 K-ttte-s-te <t ii ^ & r a- - 

A- JESS* 6 - £ Ao-C«!ift **i,5 3i^5 l A'tl3|tfr, itftti K 3 BM4 

10 K7 7^^^*$^5o 7*0 F7 7 L-C#|:»* UVM^r^i 

fvK n — ;/^/U-;r.;* x/K -f V ^^vucc 7=- x t e r t - -ff-jivx. ^ x /K 
^-/W*!) /xf ;vx^7 1 /l' > N, N-^xf;l/^y 3-;l/75 Kx^f^^^f 

Ff y^i b-C#td^f* L^7v';i't + i/i L-CfrJ\ -OCOC 2 H s , - OCO 
(t-Bu) „ -OCOC 1B H 31 , -OCO (m-COONa-Ph) „ -O 
COCH 2 CH 2 COONa x - OCOCH (NH 2 ) CH 3 , - OCOCH 2 N (C 

20 h 8 ) «*#*»f £>*t*. MW^Ifc^T? ;itft5i^ii, 7? 

y^t L,T#Cff$LV^7§ KtUtli, -NHCO (CH 2 ) 20 CH 3> — N 
HCOCH ( N H 2 ) CH a «M*iJIH , S>*LS. 
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5 z>mm (M'^mmsimmffl) tutftSLn. £*:##eBjHb-£%ki:, 

om^&iz^ommizm htzumm, &iam. mmm. mmrn, mnmmomm 
it. t&iz mm mm* n ^xmmttzo 

15 

mxizmnxm-^-r z>Wi-£i, mm o . i ~ i o o mg/kg/a-t-fc >> . u 

< it 1 ~ 2 0 mg/kg/ H f 3 o 

it Z ft h iz. & D PS5£ $ ft 3 * © -e it & V> o 

Me : ^ ^ ;u 
25 Et : if-ib 

1 P r : -f V 7" d tf )]/ 
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n B u : n - 7?-)\> 
* B u : t e r t - 7 )\, 
L B u : 4 V 
"Pen : n - > ^- )]/ 
5 n Hex:n-^dr->;U 
n 0ct:n-*^^;i/ 
P h : 7 *-)\> 
B n : ^ > ^ ;i/ 
B z : *c > "J ■< )V 
10 Py:K';y* 
Ac : T -fe ;i/ 
B o c : t - 

D M F : ;V$;i/A75 K 

D M S O : rjUXfr**^ K 

15 

^«60! 1 fl5-&»<A-l)©W8©»|« 
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(SB 1 II) 

7- \y 7 # fr^M h*^^^;V/(25 g), P^^>(23.3g)^ h > \Z jg b . 
5 1MK^|J^>-F ;i/^>^?S(6.2 ml)^^^ 1 Mfttt- b > &$t(6.2 ml)* 

iP^.x -*HiBifcAn!lfcUfc 0 ^aim^Jl£bfe^S*i!imb. <b^*(2)ft 34.6 g 

iH NMR(DMSO-d 6 , 8 ppm) 13.18 (bs, 1H), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (d, 2H, 
J = 8.7 Hz), 7.68 (s, 1H), 3.88 (s, 1H). 

10 

(I21g) 

it&V>)(2) (34.6 g)& v^^r-y- V(160 ml), 1^^(250 ml)*5 «fc TJ« 6N i£M(88 ml) 
120°CT* 5 mmUammm, Lfc 0 7K(350ml)£*nx., ft£Pftii«i&$:£ig 
^-^^1(3)^ 30.0 g#fc„ 
15 »H NMR (DMSO-ds, 6 ppm): 13.95 (bs, 1H), 13.24 (bs, 1H), 8.06 (d, 2H, J = 8.4 
Hz), 7.72 (d, 2H, J = 8.4 Hz), 7.69 (s, IH). 
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(S3IS) 

^-a-^)(3)(3 g)& is***y^{20 ml)*3 &l$m.fc?-* — /W(10 ml){£ 100°CX*An^ 

U/t-ft-o ^)(4) (368 mg)£r i^;d~3r-9" V(50 ml){C^^? L« t° i> v ? >'(162 aiDS:^*. 
(2ml)«r2iqjt£jifcLfc*Si&fciiJ3iJ L7t e DMF fflgl b ■C^^*(A-l)Sr 220 mg 

10 iH NMR (DMSO-de, 5 ppm): 13.94 (bs, 1H), 12.93 (s, 1H), 8.23 (d, 2H, J = 8.5 
Hz), 8.21 (d, 1H, J = 2.1 Hz), 7.91 - 7.97 (m, 1H), 7.93 (s, 1H), 7.76 (d, 2H, J = 
8.5 Hz), 7.73 (s, 1H), 7.70 (s, 1H). 

(I4 1g) 

15 3', 4'- ^^a n7ir h7x^ y (5) (5.67 g)co 10%^ 9 S —A>- i? a a -fcjV 

?S5feu, ^9 j — /WwSigftFu, ^^-t7^r (2.28 g) 2 ^muammm 

20 U, te-&*j(4)«: 3.38 g#fc„ 

iH NMR (CDCI3 6 ppm): 7.89 (d, 1H, J = 2.2 Hz), 7.69 (dd, 1H, J = 8.5 Hz, 2.2 
Hz), 7.43 (d, IH, J = 8.2 Hz), 6.74 (s, IH), 5.06 (bs, IH). 

flS-S'tt(A-2)~'ffc-fr*KA-73)S:!*;Sfi0»J 1 13 i& <£> # ft t mm W # ft T"g- Lfc„ 

25 
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§-§- 


#■§• 


R6 




A A'X^I J.VJULV V-*/ jJLJJJJ 

(DMSO d-6) 


2 


A-2 


o- 


H 


13.90 (bs, 1H), 12.94 (s, 1H), 8.25 (d, 
2H, J = 8.1 Hz),7.96 (d, 1H, J = 6.9 
Hz), 7.77 (d, 1H, J = 8.1 Hz),7.73 (s, 

Hz), 7.35 (t, 2H, J = 6.9 Hz) 


3 


A-3 


F-CV 


H 


13.95 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 8.1 Hz),7.97 - 8.02 (m, 2H), 

7 7ft (A 1W T — ft 1 TTrA 7 79 /e 1 T-Ti 

7.70 (s, 1H), 7.26 - 7.31 (m, 2H) 


4 


A A 




£1 


13.90 (be, 1H), 12.95 (s, 1H), 8.24 (d, 
2H, J = 8.4 Hz), 7.92 (d, 2H, J = 8.7 
tlx), /.oU ^8, JLlIJ, #. #o vd, -^n, d — o.ffc 
Hz), 7.70 (s, 1H), 7.66 (d, 2H, J = 8.7 
Hz) 


c 
O 








13.90 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 7.8 Hz), 7.98 (d, 2H, J = 8.7 
rizj, (. (%j ^s, XxiJ, /. /D vci, ^n, ti — o.*t 
Hz), 7.71 (s, 1H), 7.52 (d, 2H, J= 7.8 
Hz) 


6 


A-6 




H 


13.92 (bs, 1H), 12.89 (s, 1H), 8.25 (d, 
2H, J = 8.2 Hz),7.76 (d, 1H, J = 8.2 
Hz> 7 71 (s 1H) 7 26 (d 2H J = 

X ±£jj t 1 . f X \Oj 11X^1 f . ^jVJ Alii, V 

8.5 Hz), 2.34 (s, 3H) 


7 


A-7 




H 


13.90 (bs, 1H), 12.95 (s, 1H), 8.26 (d, 
2H, J = 8.4 Hz), 8.06 (d, 2H, J = 7.5 
Hz), 7.92 - 8.12 (m, 8H), 7.47 - 7.52 
(m, 2H), 7.36 - 7.41 (m, 2H) 


8 


A-8 


MeO-^^— 


H 


13.90 (bs, 1H), 12.88 (s, 1H), 8.24 (d, 
2H, J = 8.4 Hz), 7.89 (d, 2H, J = 7.8 
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s, 
1H), 7.55 (s, 1H), 7.01 (d, 2H, J = 8.4 
Hz), 3.80(8, 3H) 


9 


A-9 


NO z 


H 


13.90 (bs, 1H), 12.93 (s, 1H), 8.21 (d, 
2H, J = 8.1 Hz), 7.94 (d, 1H, J = 7.5 
Hz), 7.79 - 7.83 (m, 2H),7.75 (d, 2H, 
J = 8.1 Hz), 7.70 (s, 1H), 7.61 - 7.66 
(m, 1H), 7.59 (S, 1H) 


10 


A-10 


t-Bu 


H 


13.85 (bs, 1H), 12.30 (s, 1H), 8.21 (d, 
2H, J = 8.1 Hz), 7.73 (d, 2H, J = 8.1 
Hz), 7.70 (s, 1H), 6.84 (S, 1H), 1.31 
(s,9H) 
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2 



■mm 


#^§- 




R' 


1 H-NMR(8)ppm 
(DMSO d-6) 


11 


A-ll 




H 


2H, J = 8.5 Hz),7.87 (d, 2H, J = 8.5 
Hz), 7.75 (d, 2H, J = 8.5 Hz), 7.72 (s, 
1H), 7.65 (s, 1H), 7.47 (d, 2H, J= 8.5 
Hz), 1.32 (s,9H) 


12 


A "I O 

A- 12 


ft M^*^^*KJ*+ MM tBL 

MeOOC -^rw— 


FT 

H 


13.97 (bs, 1H), 13.00 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz),8.08 (dd, 4H, J = 

tOO TT O C TT_\ f"7 C\ A /_ 1 TT\ *7 17/* 

19.2 Hz, 8.5 Hz), 7.94 (s, 1H),7.76 
(d, 2H, J = 8.5 Hz),7.72 (s, 1H), 3.81 
(s, 3H) 


13 


A- 13 


n-Pen-^^— 


H 


13.88 (bs, 1H), 12.91 (s, 1H), 8.24 (d, 

f\T T T n r TT \ fl O/"* ✓ J OT T T O i 

2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.1 
Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s, 
1H), 7.64 (s, 1H), 7.27 (d, 2H, J= 8.1 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.60 (q, 
2H, J = 6.6 Hz), 1.27 - 1.36 (m, 2H), 
0.87 (t, 3H, J = 6.6 Hz) 


14 


A- 14 




H 


13.90 (bs, 1H), 13.05 (s, 1H), 8.34 (d, 
2H, J = 8.5 Hz), 8.24 (t, 4H, J = 8.2 
Hz), 8.10 (s, 1H), 7.77 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H) 


15 


A- 15 




H 


13.92 (bs, 1H), 12.99 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 1H, J = 8.5 
Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.44 
(d, 1H, J = 4.1 Hz), 7. 14 (d, 1H, J = 
4.1Hz) 


16 


A- 16 




H 


13.90 (bs, 1H), 12.93 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.84 (bs, 1H), 7.76 
(d, 2H, J = 8.5 Hz), 7.72 (s, 1H), 7.61 
- 7.62 (m, 2H), 7.56 (s, 2H) 


17 


A- 17 


/=r\ 


H 


13.95 (bs, 1H), 13.00 (s, 1H), 8.65 - 
8.67 (m, 1H), 8.26 (d, 2H, J = 8.4 
Hz;,o.uy - o.l^ (m, 1H.J, 7.oU - 0.U0 
(m, 1H), 8.03 (s, 1H), 7.78 (d, 2H, J 
= 8.4 Hz), 7.70 (s, 1H), 7.55 (s, 1H), 
7.73 (s, 1H), 7.43 - 7.47 (m, 3H) 


18 


A- 18 


o- 


H 


13 01 <s 1FD 9 22 fd 1H J = 2 1 
Hz), 8.62 (dd, 1H, J = 5.1 Hz, 1.2 
Hz), 8.45 (d, 1H, J = 8.4 Hz),8.25 (d, 
2H, J = 8.1 Hz), 7.98 (s, 1H), 7.77 (d, 
2H, J = 8.1 Hz), 7.72 (S, 1H), 7.64 
(dd, 1H, J = 8.1 Hz, 5.1Hz) 


19 


A- 19 




H 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, 1H), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H, J = 8.5 Hz), 7.72(s, 1H) 



36 



01/07423 



PCT/JP00/04909 



3 







R« 


W 


iH-NMR (8) ppm 
(DMSO d-6) 


20 


A-20 




H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 - 8.01 (m, 1H), 
7.82 (s, 1H), 7.80 - 7.82 (m, 1H), 7.76 
(d, 2H, J = 8.4 Hz), 7.71(s, 1H) 


21 


A-21 




H 


lo.y / (JDS, 1H,), lo.UU (.6, ltl),o.^o [fl, 
2H, J = 8.6 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.41 
(d, 1H, J = 3.8 Hz), 7.24 (d, 1H, J = 
3.8 Hz) 


22 


A-22 


H 2 N 


H 


13.94 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 

OTT T — O C T-J~\ O 11,1 /J OU T — Q T 

2H, J = 8.5 Hz), 8.04 (a, 2rl, J — 8.7 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, 1H), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, 1H) 


23 


A-23 


MeHN 


H 


13.94 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 

OT T T o C T T \ O f\A /A OTT T — O T 

2H, J = 8.5 Hz), 8.04 (a, 2H, J = 8.7 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, 1H), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, 1H), 2.81 (d, 3H, J 
= 4.2 Hz) 


24 


A-24 


Me 2 N 


H 


14.01 (bs, 1H), 12.94 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 (d, 2H, J = 8.2 
Hz), 7.82 (s, 1H), 7.77 (d, 2H, J = 8.5 
Hz), 7.72 (s, 1H), 7.49 (d, 2H, J = 8.2 
Hz), 2.98 (s, 6H) 


25 


A-25 


i-Pr-O 


H 


13.90 (bs, 1H), 13.01 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 - 8.12 (m, 4H), 
7.93 (s, 1H), 7.76 (d, 2H, J = 8.5 Hz), 
7.72 (s, 1H), 5.16 (quint, 1H, J= 6.0 
Hz), 1.35 (d, 6H, J = 6.0 Hz) 


26 


A-26 


n-Bu-O 


H 


13.92 (bs, 1H), 13.01 (s, 1H), 8.25 (d, 
ZH, J — o.4 nz), o.Uo - o.iz (m, 4rl), 
7.93 (s, 1H), 7.77 (d, 2H, J = 8.4 Hz), 
7.72 (s, 1H), 4.30(t, 2H, J = 6.6 Hz), 
1.67 - 1.76 (m, 2H), 1.41 - 1.51 (2-m,. 
2H), 0.95 (t 3H, J = 7.2 Hz) 


27 


A-21 




H 


13 05fe 1FT» 9 16fc lTTi RSOCd ' 
1H, J = 7.8 Hz), 8.24 (d, 2H, J = 8.4 
Hz), 7.16 (s, 1H), 7.90 (d, 1H, J = 8.7 
Hz), 7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, 
1H), 2.74 (d, 3H) 


28 


A-28 


-CHs-COOEt 


H 


13.94 (bs, 1H), 12.82 (s, 1H), 8.21 (d, 
2H, J = 8.7 Hz), 7.74 (d, 2H, J = 8.7 
Hz), 7.71 (s, 1H), 7.08 (s, 1H), 4.09 
(q, 2H, J = 6.9 Hz), 3.75 (s, 2H), 1.20 
(t, 3H, J = 7.2 Hz) 



37 



WO 01/07423 



PCT/JP00/04909 



IS 4 







R« 


R 7 


J H-NMR (8) ppm 
(PMSO d-6) 


29 


A-29 


MeOOC^ 


H 


2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 <s, 1H), 7.22 (s, 1H), 7.09 
(q, 1H, J= 6.9 Hz), 3.68 (s, 3H), 1.89 
(d, 3H, J = 6.9 Hz) 1 


30 


A-30 


AcO N 
EtOOC*^ 


H 


13.94 (bs, 1H), 13.23 (s, 1H), 8.24(d, 

OUT T O t T T \ T r\0 /_ -1 TTX fT /J 

2H, J = 8.1 Hz), 7.98 (s, 1H), 7.75 (a, 
2H, J = 8.1 Hz), 7.71 (s, 1H), 4.46 (q, 
1H, J = 7.2 Hz), 2.10 (s, 3H), 1.35 (t, 
3H, J = 7.2 Hz) 


31 


A-31 




H 


13.90 (bs, 1H), 13.08 (s, 1H), 9.64 (d, 

-» T T X rt 1 TT \ n 1 n 1TT\ O PT XI 

1H, J = 2.1 Hz), 9. 10 (s, 1H), 8.27 (a, 
2H, J = 8.5 Hz), 8.20 (d, 2H, J = 8.1 
Hz), 8.17 (s, 1H), 7.92 (td, 1H, J = 
8.7 Hz, 1.8 Hz), 7.76 - 7.81 (m, 3H), 
7.72(s, 1H) 


32 


A-32 


o- 


-COOEt 


14.04 (bs, 1H), 13.30 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 7.73 - 7.76 (m, 4H), 
7.70 (s, 1H), 7.44 - 7.46 (m, 3H), 4.22 
(q, 2H, J = 6.9 Hz), 1.23 (t, 3H, J = 

r* o TT_\ 

b.9 Hz) 


33 


A-33 


o- 


-COOMe 


13.97 (bs, 1H), 13.31 (s, 1H), 8.24 (d, 
2H, J = 8.4 Hz), 8.76 (d, 2H, J = 8.4 
Hz), 7.73 - 7.76 (m, 2H), 7.70 (s, 
1H), 7.44 - 7.46 (m, 3H), 3.75 (s, 1H) 


34 


A-34 


o- 


-CHaCOOMe 


13.88 (bs, 1H), 12.89 (s, 1H), 8.24 (d, 

rtTT T Ci IT TT \ rr/"» /■ J OTT T O £T 

2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.60 - 7.63 (m, 
2H), 7.38 - 7.51 (d, 3H), 3.99 (s, 2H), 
3.68 (s, 3H) 


35 


A-35 




-(CH2)2C02Me 


13.93 (bs, 1H), 12.80 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, ! 
2H), 7.46 - 7.51 (m, 2H), 7.36 - j 

J = 7.4 Hz), 2.72 (t, 2H, J = 7.4 Hz) 


36 


A-36 




-(CH^aCOsjEt 


13.93 (bs, 1H), 12.80(s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, 1H), 4.05 (q, 2H, J= 7.1 
Hz), 3.17 (t, 2H, J = 7.4 Hz), 2.72 (t, 
2H, J = 7.4 Hz), 1.16 (t, 2H, J = 7.1 
Hz) 



38 



01/07423 



PCT/JP00/04909 



5 







W 


R7 


iH-NMR (6) ppm 
(DMSO d-6) 


37 


A-37 


c| -0- 


CH 3 


13.90 (bs, 1H), 12.80 (s, 1H),8.22 (d, 

Hz), 7.72 (d, 2H, J = 8.2 Hz), 7.71 (s, 
1H), 7.53 (d, 2H, J = 8.2 Hz), 2.51 (s, 
3H) 


38 


A-38 




Et 


13.87 (bs, 1H), 12.76 (s, 1H), 8.22 (d, 

OXJT T o c TJ„\ i-7 rjr / i (ill T a e 

2H, d = 8.5 Hz), 7.75 (a, Zti, J = 8.5 
Hz), 7.70 (s, 1H), 7.62 - 7.65 (m, 
2H), 7.45 - 7.50 (m, 2H), 7.35 - 7.40 
(m, 1H), 2.93 (q, 2H, J= 7.7 Hz), 

1 OQ f+ QTJT T T *7 TJrA 

1.2y (t> ori, d — i.t rLZ} 


39 


A-39 


Me 


0 2 N-Q- 


13.93 (bs, 1H), 12.98 (s, 1H), 8.30 (d, 
2H, J = 9.0 Hz), 8.23 (d, 2H, J = 8.2 
Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (d, 
Zirl, J — o.2 rizj, t,fu{&, iri) t 2.oU {&, 
1H) 


40 


A-40 


o 2 nhQ- a 


H 


13.92 (bs, 1H), 12.76 (s, 1H),8.19 (d, 
4H, J = 8.8 Hz), 7.72 (d, 2H, J= 8.2 
Hz), 7.69 (S, 1H), 7.54 (a, ^H, J — 8.Z 
Hz), 7.05 (s, 1H), 4.17 (s, 2H) 


41 


A-41 




Me 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, 1H), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(a, ZH, J — o.o Hz), 7.72(6, 1") 


42 


A-42 




COOMe 


13.90 (bs, 1H), 13.31 (s, 1H), 8.24 (d, 
2H, J = 8.7 Hz),7.80 - 7.84 (m, 2H), 
7.75 (d, 1H, J = 8.7 Hz), 7.70 (s, 1H), 
7.2b - 7.o2 (m, 211;, o./b (S, oil; 


43 


A-43 




CH2CH2CI 


13.92 (bs, 1H), 12.86 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 1H, J = 8.5 
Hz),7.71 (s, 1H), 7.65 - 7.69 (m, 2H), 
7.28 - 7.34 (m, 2H), 3.91 (t, 2H, J = 

ft ft XJ_\ q qo oil T — ft ft 

o.o rizj, o.oo (j*, zn, ti — o.o nzj 


44 


A-44 


H3- 


Me 


13.92 (bs, 1H), 12.81 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 
Hz) 7 70 (s 1H) 7 52 - 7 63 Cm 
2H), 7.28 - 7.34 (m, 2H), 2.38 (s, 3H) 


45 


A-45 


o- 


C0N(Me)2 


13.96 (bs, 1H), 13.15 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 7.77 (d 2H, J = 8.5 
Hz), 7.23 (s, 1H), 7.65 - 7.69 (m, 
2H), 7.37 - 7.51 (m, 3H), 2.97 (s, 
3H), 2.67 (s, 3H) 


46 


A-46 


o- 


CONH2 


13.94 (bs, 1H), 13.10 (s, 1H), 8.25 (d, 
2H, J= 8.5 Hz), 7.72 - 7.81 (m, 5H), 
7.52 (bs, 2H), 7.41 - 7.49 (m, 3H) 



39 



01/07423 



PCT/JPOO/04909 



6 





#^§- 


R6 




iH-NMR (5) ppm 
(DMSO d-6) 


47 


A-47 


o- 


CONHMe 


1 Q QH fho 1 in 1 Q 1 We 1 m ft 9^ frl 

2H, J = 8.5 Hz),8.18 (q, 1H, J = 4.7 
Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 - 1 
7.74 (m, 3H), 7.37 - 7.48 (m, 3H), 


48 


A-48 




*-CH2- 


13.95 (bs, 1H), 13.00 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.56 - 7.60 (m, 
2H), 7.36 • 7.41 (m, 1H), 7.23 - 7.29 
(m, 1H), 3.92 (s, 2H) 


49 


A-49 


Q- 

* 


*-(CH2)2- 


lo.9z (bs, lH), lz.oo (8, 1H), o.Z4 (d, 
2H, J = 8.5 Hz), 7.72 - 7.77 (m, 4H), 
7.18 - 7.32 (m, 3H), 2.96 - 3.05 (m, 
4H) 


50 


A-50 


Or 


*-(CH2)s- 


13.89 (bs, 1H), 12.76 (s, 1H), 8.23 (d, 

rtT x T O C TT__\ r7 /J 1 TT T — T 1 

2H, J = 8.5 Hz), 7.99 (d, 1H, J = 7.1 
Hz), 7.75 (d, 2H, J = 8.1 Hz), 7.71 (s, 
1H), 7.19 - 7.34 (m, 3H), 72.96 (t, 
2H, J= 7.1 Hz), 2.78 - 2.81 (m, 2H), 
2.07 - 2.15 (m, 2H) 


51 


A-51 


Br-O- 


CH2CH2CI 


-t 0 f\t? SI 1 TT\ i C% f\f\ -t T T\ O Oft /J 

13.95 (bs, 1H), 12.90 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8, 1H), 7.66 - 7.71 (m, 
2H), 7.57 - 7.62 (m, 2H), 3.91 (t, 2H, 
J — 0.0 rlzj, a. 00 (.t, ^fl, tl — b.o tlx) 


CO 




A^UIM — // M 

ACMN-v 


TT 

xl 


13.99 (bs, 1H), 12.92 (s, 1H), 10.03 
(s, 1H), 8.24 (d, 2H, J = 8.5 Hz),7.88 

/A OTJT T-fiR tt„\ n 7c /J ott j _ 

8.5 Hz), 7.72 (s, 1H), 7.66 (d, 2H, J = 
8.5 Hz), 7.59 (s, 1H), 2.07 (s, 3H) 


53 


A-53 


p- 

F 3 C 


H 


13.98 (bs, 1H), 12.95 (s, 1H), 8.33 (s, 
1H), 8.25 (d, 2H, J = 8.5 Hz), 8.23 - 

q 0*7 Sm 1 JT\ 7 Oft f o 1 T-T\ 7 77 rH 

2H, J = 8.5 Hz), 7.69 - 7.72 (m, 3H) 


54 


A-54 


H 


c-p- 


13.90 (bs, 1H), 8.22 (d, 2H, J = 8.5 
Hz), 8.14 (s, 1H), 7.76 (d, 2H, J= 8.5 
Hz), 775 (s, 1H), 7.62 - 7.70 (m, 2H) 


55 


A-55 


H 




13.87 (bs, 1H), 12.86 (s, 1H), 8.23 (d, 
2H, J= 8.5 Hz), 7.98 (s, lH), 7.76 (d, 
2H, J = 8.5 Hz), 7.71 (s, lH), 7.68 - 
7.52 (m, 2H), 7.42 - 7.47 (m, 2H), 
7.30 - 7.35 (m, lH) 


56 


A-56 


Me 


H 


13.89 (bs, 1H), 12.95 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.36 (s, lH), 7.11 
(s, 1H), 2.40 (s, 3H) 



40 



WO 01/07423 



PCT/JP00/04909 



*7 



#-§- 




R« 




iH-NMR (5) ppm 
(DMSO d-6) 


57 


A-57 




H 


13.89 (bs, 1H), 12.77 (s, 1H), 8.23 (d, 

Zrl, tl — O.O XlZ^, /. # D Udj ATI, ti — 0.0 

Hz), 7.71 (s, 1H), 7.29 (s, 1H), 7.07 
(d, 1H, J= 1.1 Hz), 2.60 (s, 3H), 2.40 
(s,3H) 


58 


A-58 


c,-Q- 


*-OCH2- 


14.03 (bs, 1H), 12.99 (s, 1H), 8.23 (d, 

OO T O O |_J r ,\ 1-7 f7|r /J OXT T Q O 

zJH, J = o.z liz), 7.7o (.a, Zrl, J — o.z 
Hz), 7.69 (s, 1H), 7.54 (d, 1H, J = 2.5 
Hz), 7.24 (dd, 1H, J = 8.5 Hz, 2.5 
Hz), 6.97 (d, 1H, J = 8.5 Hz), 5.54 (s, 
An) 


59 


A-59 


Qr 


*-SCH2- 


13.84 (bs, 1H), 12.95 (s, 1H), 8.34 (d, 
2H, J= 8.5 Hz), 7.86 - 7.90 (m, 1H), 
7.76 (d, 2H, J = 8.5 Hz), 7.72 (s, 1H), 
7.34 - 7.37 (m, 1H), 7.19 - 7.30 (m, 
2H), 4.32 (S, 211) 


60 


A-60 


F 


H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 ■ 8.01 (m, 1H), 
7.82 (s, 1H), 7.80 - 7.82 (m, 1H), 7.76 

/A OTU T OA T T \ « rr -| / i "LTV 

(a, 2H, J = 0.4 Hz), 7.71(8, 1H) 


61 


A-61 


F.C-0- 


H 


13.94 (bs, 1H), 13.01 (s, 1H),8.25 (d, 
2H, J = 8.2 Hz), 8.18 (d, 2H, J = 8.2 
Hz), 7.96 (s, 1H), 7.82 (d, 2H, J= 8.2 
Hz), 7.76 (d, 2H, J = 8.2 Hz), 7.71 (s, 

-* TIN 

1H) 


62 


A-62 


MeO-^ — 
F 


H 


13.94 (bs, 1H), 12.91 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.96 (s, 1H), 7.67 - 
7.80 (m, 6H), 7.22 - 7.28 (m, 1H), 

0.00 CS, oxij 


63 


A-63 


P" 


H 


13.95 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.00 - 8.02 (m, 1H), 
7.94 - 7.96 (m, 6H), 7.77 (d, 2H, J = 

ft "HVk 7 7Q /e 1 T-Tv 7 f\H (+ ITT .T — 

7.8 Hz), 7.34 - 7.36 (m, 1H) 


64 


A-64 


F 


H 


13.97 (bs, 1H), 12.97 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, 1H), 7.26 - 

7 ftA /tyi «TT> 7 79 As 1 TT^ 7 47 - 7 K A 

(m, 1H), 7.15 - 7.21 (m, 1H) 


65 


A-65 




COi>Me 


13.40 (s, 1H), 8.24 (d, 2H, J = 8.2 
Hz), 7.97 (d, 2H, J = 8.5 Hz), 7.83 (d, 
2H, J = 8.0 Hz), 7.76 (d, 2H, J = 8.0 
Hz), 7.70 (s, 1H), 3.77 (s, 3H) 


66 


A-66 




H 


8.24 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J = 8.5 Hz), 7.73 (s, 1H), 7.72 (s, 1H) 



41 
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« 8 



#■§• 




R6 


R* 


(DMSO d-6) 


b I 


A ft7 


F 

/r-L 

Or 


rl 


13.96 (bs, 1H), 12.98 (s, 1H), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 8.15 (m, 1H), 

7.63 (d, 1H, j = 2.5 Hz), 7.31 - 7.45 
(m,3H) 


68 


A-68 


OCF 3 


H 


13.96 (bs, 1H), 12.96 (s, 1H), 8.23 (d, 
2H, J = 8.2 Hz), 7.86 (d, 1H, J = 7.9 
rizj, /.oZ - /. to (.m, brlj, 7.oo (.8, lri) 


69 


A-69 




H 


13.93 (bs, 1H), 13.03 (s, 1H), 8.24 (d, 
2H, J = 8.2 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.72 (s, 1H), 7.47 - 7.57 (m, 
1H), 7.55 (b, 1H), 7.17 - 7.28 (m, 2H) 


70 


A-70 




H 


13.95 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 7.18 (m, 1H), 
7.76 (d, 2H, J = 8.2 Hz), 7.72 (m, 
1H), 7.60 (d, 1H, J = 2.7 Hz), 7.36 - 
7.44 (m, 1H), 7.20 - 7.27 (m, 1H) 


•71 


A 71 


F 

F 


XT 
Xl 


13.96 (bs, 1H), 12.94 (s, 1H), 8.23 (d, 
2H, J = 8.2 Hz), 7.97 - 8.06 (m, 1H), 

7 7^ /VI 914 T - 89 TJT r ,\ 7 C7 7 79 

(m, 1H), 7.69 (s, 1H), 7.67 (d, 1H, J 
= 2.5 Hz) 


72 


A-72 


Br 


H 


13.99 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 8.19 (t, 2H, J = 1.6 
Hz), 7.95 - 7.98 (m, 1H), 7.87 (s, 
1H), 7.77 (d, 2H, J = 8.5 Hz), 7.52 - 
7.56 (m, 1H), 7.42 (t, 1H, J = 8.0 Hz) 


73 


A-73 




H 


13.97 (bs, 1H), 12.95 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.72 - 7.84 (m, 8H), 
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*9 




mt&m 
#■§• 




R6 


R 7 


iH-NMR (5) ppm 
(DMSO d-6) 


74 


B-l 


\=y- 


TT 

H 


12.92 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.95 - 7.98 (m, 2H), 
7.87 (s, 1H), 7.76 (d, 2H, J = 8.4 Hz), 
7.73 (s, 1H), 7.43 - 7.48 (m, 2H), 7.32 
- 7.37 (m, 1H) 


75 


B-2 




H 


12.89 (s, 1H), 12.75 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.97 - 8.02 (m, 2H), 

mm j-%mm / m TT\ mm mmn / 1 nT T T ft i TT \ 

7.87 (s, 1H), 7.76 (d, 2H, J = 8.4 Hz), 
7.70 (s, 1H), 7.26 - 7.32 (m, 2H) 


76 


B-3 




H 


12.92 (s, 1H), 12.73 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.94 (d, 2H, J = 7.1 
Hz), 7.90(8, 1H), 7.86 (s, 1H), 7.76 

/j oTT T O E TT \ rr/»ET /J flTT T 

(d, 2H, J = 8.5 Hz), 7.65 (d, 2H, J — 
7.1Hz) 


77 


B-4 




H 


12.91 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.98 (d, 2H, J = 8.5 
Hz), 7.86 (s, 1H), 7.79 (s, 1H), 7.76 

✓J OU T Q c XJW\ 1 KO /A Oil T — 

(a, ZH, J — o.o rlz), /.oz {p., &ri, o — 
8.5 Hz) 


78 


B-5 




H 


12.89 (s, 1H), 12.75 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, 1H), 7.85 (d, 
1H, J = 8.1 Hz), 7.76 (d, 2H, J = 8.5 
Hz) 7 64 (s 1H) 7 26 <d 1H J = 8 1 
Hz), 2.34 (s, 3H) 


79 


B-6 




H 


12.94 (s, 1H), 12.74 (bs, 1H), 8.25 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 8.1 
Hz), 7.87 (s, 1H), 7.72 - 7.79 (m, 
7H), 7.49 (t, 2H, J = 7.5 Hz), 7.38 (t, 
2H, J = 7.5 Hz) 


80 


B-7 




H 


12.89 (s, 1H), 12.76 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.86 (s, 1H), 7.76 (d, 2H, J = 8.4 
Hz), 7.56 (s, 1H), 7.01 (d, 2H, J = 
8.7 Hz), 3.80(s, 3H) 


81 


B-8 


N0 2 


H 


12.85 (s, 1H), 12.73 (bs, 1H), 8.21 (d, 
2H, J = 8.7 Hz), 7.94 (dd, 1H, J = 7.8 
Hz, 1.2 Hz), 7.86 (s, 1H), 7.78 - 7.83 
(m, 2H), 7.74 (d, 2H, J = 8.7 Hz), 
7.61 - 7.67 (m, 1H), 7.59 (S, 1H) 



44 



01/07423 



PCT/JP00/04909 



1 0 



#^ 




R6 


R 7 


iH-NMR (Si DDm 
(DMSO d-6) 


82 


B-9 


t-Bu 


H 


12.70 (s, 1H), 8.20 (d, 2H, J = 8.7 
Hz), 7.84 (s, 1H), 7.73 (d, 2H, J = 8.7 
Hz), 6.84 (S, 1H), 1.31 (s, 9H) 


83 


B-10 


t-Bu-Q- 


H 


1 9 QH f e 1 TT\ 19 7Q rt^c 1 J-T\ ft 94. frl 

2H, J = 8.5 Hz), 7.88 (d, 2H, J = 8.5 
Hz), 7.87 (s, 1H), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, 1H), 7.47 (d, 2H, J = 8.5 
Hz), 1.32 (s, 9H) 


84 


B-ll 


MeOOC —v V - 


TT 

rl 


12.97 (s, 1H), 12.72 (bs, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.08 (dd, 4H, J = 

TOO TJ„ Q O TT„\ nni /„ 1 1TS rr qt 

lo.y riz, o.o .riz./, /.y4 (.8, ltl), i.o I 
(s, 1H), 7.76 (d, 2H, J = 8.5 Hz), 3.81 
(s,3H) 


85 


B-12 


n-PenHQ- 


H 


12.89 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.7 Hz), 7.87 (s, 1H), 7.85 (d, 

OU T OA LT..N T 7C /J OXJ T Q /I 

Zrl, J = o.4 rlz), 7.70 ifl, Zri, J — o.4 
Hz), 7.63 (s, 1H), 7.26 (d, 2H, J = 8.7 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.55 - 
1.65 (m, 2H), 1.27 - 1.36 (m, 2H), 
0.87 (t, 3H, J =7.8 Hz) 


86 


B-13 


0 2 N-^- 


H 


lo.vS (S, lri), 1^.7o (DS, lrij, o.o4 (a, 
2H, J = 8.5 Hz), 8.24 (d, 2H, J = 8.7 
Hz), 8.22 (d, 2H, J = 8.7 Hz), 8.09 (s, 
1H), 7.86 (s, 1H), 7.76 (d, 2H, J = 8.5 
riz) 


87 


B-14 




H 


12.89 (s, 1H), 12.73 (bs, 1H), 8.23 (d, 
2H, J = 8.7 Hz), 7.87 (s, 1H), 7.75 (d, 
2H, J = 8.7 Hz), 7.64 (s, 1H), 7.44 
(d, 1H, J = 3.9 Hz), 7.15 (d, 1H, J = 
3.9 Hz) 


88 


B-15 




H 


1 9 CQ fa 1 TT\ 1 9 79 /T»cs 1 JT\ ft 9A /VI 

2H, J = 8.5 Hz), 7.87 (s, 1H), 7.83 - 
7.84 (m, 1H), 7.75 (d, 2H, J =8.5 
Hz), 7.62 - 7.63 (m, 2H), 7.56 (s, 1H) 


89 


B-16 


CI 

cl -£>- 


H 


2H, J = 8.7 Hz), 8.22 (d, 1H, J = 2.4 
Hz), 7.95 (dd, 1H, J = 8.4 Hz, 2.4 
Hz), 7.94 (s, 1H), 7.86 (s, 1H), 7.77 
(d, 2H, J = 8.7 Hz), 7.73 (d, 1H, J = 
8.4 Hz) 


90 


B-17 




H 


12.99(s, 1H), 12.75 (bs, 1H), 8.38 (m, 
1H), 8.25 (m, 2H), 7.99 (m, 2H), 7.87 
(s, 1H), 7.77 (d, 2H, J = 8.4 Hz), 7.55 
(m, 4H), 7.73 (m, 1H), 


91 


B-18 




H 


12.91 (s, 1H,), 12.76 (bs, 1H), 8.86(s, 
1H), 8.23 (d, 2H, J=8.7Hz), 7.96 (m, 
1H), 7.83 (m, 1H), 7.82 (s, 1H), 7.75 
(d, 2H, J=8.7 Hz), 7.52 (m, 1H) 
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R6 


R 7 


!H-NMR (6) ppm 


92 


B-19 


OCX 


H 


12.99(s ( 1H), 12.75 (bs, 1H), 8.38 . 
(1H, m), 8.26 (d„ 2H, J=8.7Hz), 
7.99 (m, 2H), 7.87(s, 1H), 7.77 (d, 
2H, J=8.7 Hz), 7.56 (m, 4H), 7.73 
(m, 1H) 


93 


B-20 


H 


H 


12.72 (bs, 2H), 8.22 (d, 2H, J=8.7 
Hz), 7.86 (s, 1H), 7.58 (d, 1H, J=3.6 
Hz), 7.75 (d, 2H, J=8.7 Hz), 7.31 (d, 
1H, J=3.6Hz), 


94 


B-21 


Q- 


*-(CH2>2- 


12.84 (s, 1H), 12.73 (bs, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 
2H, J = 8.5 Hz), 7.74 (d, 1H, J = 6.9 
Hz), 7.18 - 7.32 (m, 3H), 2.96 - 3.05 
(m, 4H) 


95 


B-22 


Or 


*-(CH2)s- 


12.75 (s, 2H), 8.23 (d, 2H, J = 8.5 
Hz), 8.00 (d, 2H, J = 7.4 Hz), 7.86 (s, 
1H), 7.75 (d, 2H, J = 8.5 Hz), 7.19 - 
7.33 (m, 3H), 2.96 (t, 2H, J = 6.8 
Hz), 2.78 - 2.82 (m, 2H), 2.06 - 2.15 
(m,2H) 


96 


B-23 




CH2CH2CI 


12.86 (s, 1H), 12.74 (bs, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H), 
7.29 - 7.35 (m, 2H), 3.91 (t, 2H, J = 
6.8 Hz), 3.32 (t, 2H, J = 6.8 Hz) 


97 


B-24 




Me 


12.76 (s, 1H), 12.70 (bs, 1H), 8.22 (d, 
Zri, J — 0.0 xlzj, /.oO lrv, /.74 (.a, 
2H, J = 8.5 Hz), 7.72 (d, 2H, J = 8.5 
Hz), 7.53 (d, 2H, J = 8.5 Hz), 2.51 (s, 
1H) 


98 


B-25 




CHaMe 


12.77 (s, 1H), 12.70 (bs, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 
2H, J = 8.5 Hz), 7.62 . 7.65 (m, 2H), 
7.45 - 7.50 (m, 2H), 7.35 - 7.40 (m, 
1H), 2.93 (q, 2H, J= 7.4 Hz), 1.29 (t, 
3H, J = 7.4 Hz) 
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R 7 







R6 




!H-NMR (S) ppm 


99 


C-l 


CI 


H 


12.88 (s, 1H,), 12.54 (bs, 1H), 8.22 (e, 1H), 
8.20 (d, 2H, J = 5.8 Hz), 7.91 - 7.97 (m, 
4H), 7.72 (d, 1H, J = 8.5 Hz), 6.83 (s, 1H) 


100 


C-2 


MeOOC-^^— 


H 


ioQ/»/ e "|XJ\ 19^/lfW; 1 J-T\ ft 99 /VI 9TT T 

= 8.7 Hz), 8.04 - 8.13 (m, 1H), 7.94 (s, 1H), 
7.93 (d, 2H, J = 6.9 Hz), 6.84 (s, 1H), 3.88 
(s,3H) 


101 


C-3 




H 


12.89 (s, 1H,), 12.55 (bs, 1H), 8.21 (d, 2H, 
J — o.D nz}, /.©y - o.Uo v.m, 1x1,;, / .yo (p., 
2H, J = 8.5 Hz), 7.89 - 7.86 (m, 1H), 7.82 
(s, 1H), 7.48 - 7.57 (m, 1H), 6.83 (e, 1H) 


102 


C-4 


V — J 


H 


12.96(s, 1H), 12.55 (bs, 1H), 8.20 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.34 (s, 

1 tj\ n AO (A ITT T QQ XJrA n OA (i\ 9T-J T 

llx 1 , /.4Z [fl, 1x1, d — O.o HZJ, ^Xl, ti 

= 3.8 Hz), 6.83(8, 1H) 


103 


C-5 




*-(CIfc) 2 . 


12.81 (s, 1H), 12.54 (bs, 1H), 8.21 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.74 (d, 

oxt T — 1 A UrA 7 1fi ' 7 Q9 (m QT-T\ ft ft<* 

Ail, 0 — f xiz 1 , #.io - /.o^ mxi> Oxl", O.oO 
(s, 1H), 2.95 - 3.05 (m, 4H) 


104 


C-6 




*-(CH2) 3 - 


12.72 (s, 1H), 12.56 (bs, 1H), 8.20 (d, 2H, J 
= 8.5 Hz), 8.01 (d, 1H, J =7.4 Hz), 7.92 (d, 
2H, J = 8.5 Hz), 7.20 - 7.34 (m, 3H), 6.82 
(s, 1H), 2.97 (t, 2H, J = 6.8 Hz), 2.79 - 2.81 
(m, 2H), 2.09 - 2. 13 (m, 2H) 


105 


C-7 




CH2CH2CI 


12.83 (s, 1H), 12.55 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.65 - 
7.70 (m, 2H), 8.28 - 7.35 (m, 2H), 6.83 (s, 
1H), 3.91 (t, 2H, J = 6.9 Hz), 3.34 (t, 2H, J 
= 6.9 Hz) 


106 


C-8 


a-O- 


Me 


12.75 (s, 1H), 12.53 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.91 (d, 2H, J= 8.5 Hz), 7.72 (d, 
2H, J = 8.5 Hz), 7.53 (d, 2H, J = 8.5 Hz), 
6.82 (s, 1H), 2.51 (s, 3H) 


107 


C-9 




CH2Me 


12.74 (s, 1H), 12.55 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.62 - 
7.65 (m, 2H), 7.45 - 7.50 (m,. 2H), 7.35 - 
7.40 (m, 1H), 6.83 (s, 1H), 2.93 (q, 2H, J = 
7.4 Hz), 1.30 (t, 3H, J = 7.4 Hz) I 



48 
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5 
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& 1 3 




mm 
#■§■ 


#^§- 


X 




iH-NMR (8) ppm 
(DMSO d-6) 


108 


D-l 




H 


7.64 (2H, d, J = 8.7 Hz), 7.71 (2H, d, J = 
8.7 Hz), 7.74 (2H, d, J = 8.7 Hz), 
7.86(1H, s), 8.06 (2H, d, J = 8.1 Hz), 
12.70(1H, br.s) 


109 


D-2 




H 


7.21 (2H, dd, J = 8.7 Hz, Jh-f= 8.7 Hz), 
7.75 (2H, d, J = 8.7 Hz), 7.80 (2H, m), 
7.86 (1H, s), 8.06 (2H, d, J = 8.7 Hz), 
10 42 ( 1H fi} 12 72 (1H bs> 


1 10 


D-3 


Et 


. h 


1.33 (3H, t, J = 6.9 Hz), 4.45 (2H, q, J = 
6.9 Hz), 7.20 (1H, dd, J= 8.1 Hz, 8.1 
Hz), 7.46 (1H, dd, J = 8.1 Hz, 8.1 Hz), 
7 60 f2H m"> 7 75 ClH ml 7 76 (2H d 
J = 8.7 Hz), 7.88 (1H, s), 8.15 (2H, d, J 
= 8.7 Hz), 8.58 (1H, s), 10.43 (1H, s), 
12 72C1H bs) 


111 


D-4 


CI 


H 


1.16 (3H, t J = 7.2 Hz), 2.30 (3H, s), 
3.40 (2H, q, J = 7.2 Hz), 3.56 (2H, t, 5.4 
Hz), 3.68 (2H, m), 6.44 (1H, bs), 6.58 
(1H, d, J = 7.5 Hz), 6.63 (1H, s), 6.64 
(1H, d, J = 7.5 Hz), 7.14 (1H, dd, J = 7.5 
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz), 
7.77 (2H, d, J = 8.7 Hz), 7.83 (1H, s) 


112 


D-5 


H H 


Ph 


6.95 (1H, dd, J = 7.5 Hz, 7.5 Hz), 7.23 
(3H, m), 7.38 (6H, m), 7.60 (2H, m), 
7.69 (2H, m), 7.77 (1H, s), 9.02 (1H, s), 
9.25 (1H, s), 12.66 (1H, bs) 


113 


D-6 




Me 


3.47 (3H, s), 7.41 (2H, d, J = 9.0 Hz), | 
7.47 (4H, m), 7.58 (3H, m), 7.78 (2H, d, 
J = 9.0 Hz), 7.84 (2H, m), 12.62 (1H, bs) 


114 


D-7 




H 


3.83 (3H, s), 7.07 (1H, dd, J = 2.4 Hz, 
9.0 Hz), 7.62 (1H, d, J = 2.4 Hz), 7.68 
(1H, d, J = 9.0 Hz), 7.76 (2H, d, J = 8.4 
Hz), 7.87 (1H, s), 8.23 (2H, d, J =8.4 
Hz), 12.75 (1H, s), 12.88 (1H, s) 


115 


D-8 


€K /=v_ 


H 


7.58 (3H, m), 7.77 (2H, d, J = 8.7 Hz), 
7.88 (2H, m), 7.95 (3H, m), 8.06 (2H, 
m), 8.11 (2H, d, J = 8.7 Hz), 10.72 (1H, 
s), 12.72 (1H, bs) 


116 


D-9 




H 


4.49 (2H, d, J = 6.0 Hz), 7.25(lH, m), 
7.33 (4H, m), 7.69 (2H, d, J = 8.1 Hz), 
7.83 (1H, s), 8.01 (2H, d, J = 8.1 Hz), 
9.17 (1H, t, J = 6.0 Hz), 12.69 (1H, bs) 



50 
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m i 4 







! x 


R A 


iH-NMR (6) ppm 


117 


D-10 


Mes -^- 


H 


2.47 (3H ,s), 7.27 (2H, d, J = 9.0 Hz), 
7.74 (4 H, m), 7.85 (1H, s), 8.06 (2H, d, 
J = 9.0 Hz), 12.60 (1H, bs) 


118 


D-ll 




H 


12.45 (bs, lri), 10.29 (8, lrl), 8.07 (a, 
2H, J = 8. 1 Hz), 7.87 (s, 1H), 7.74 (d, 
2H, J = 8.1 Hz), 7.67 (d, 2H, 8.7 Hz), 
7. 18 (d, 2H, J = 8.7 Hz), 2.56 (t, 2H, J = 
7.5 Hz), 1.50 - l.bl (m, 2H), 1.25 - l.o7 
(m, 2H), 0.91 (t 3H, J = 7.5 Hz) 


119 


D-12 




H 


13.94 (bs, 1H), 12.25 (s, 1H), 8.17 (d, 
2H, J = 8.4 Hz), 7.88 - 7.92 (m, 2H), 
7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, 1H), 
7.52 - 7.53 (m. 3H), 6.96 (s, 3H) 


120 


D-13 




H 


3.893 (3H, s), 7.026 (1H, s), 7.756 (2H, 
d, J=8.4 Hz), 7.851 (1H, s), 8.028-8.100 
(4H, m), 8.156 (2H, d, J=8.4 Hz), 
12.277 (1H, s), 12.714 (In, br) 


121 


D-14 




H 


7.556 (1H, dd, J=2.1, 8.4 Hz), 7.730- 
7.769 (4H, m), 7.865 (1H, s), 7.943 (1H, 
d, J=8.4 Hz), 8.236 (2H, d, J=8.4 Hz), 
12.732 (1H, s), 12.963 (1H, br) 


122 


D-15 




H 


7.019 (1H, br), 7.332-7.381(lH, m), 
7.467 (2H, t, J=7.7 Hz), 7.711- 
7.785(4H, m), 7.862 (1H, s), 8.147 (2H, 
d, J=8.7 Hz)11.024 (1H, s), 12.5 (1H, 
br) 


123 


D-16 




H 


3.879 (3H, s), 7.107 (1H, s), 7.732 (2H, 
d, J=8.4 Hz), 7.861 (1H, s), 7.933 (2H, 
d, J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz), 
8.152 (2H, d, J=8.4 Hz), 11.124 (1H, s), 
12.711 (1H, br) 


124 


D-17 




H 


7.31-7.37 (2H, m), 7.735 (2H, d, J=9.0 
nZj, /.oo- i .oo^n, Hi/, /.oil vin, s;, 
8.149-8.178 (3H, m), 8.298 (2H, d, 
J=8.7 Hz), 8.73 (1H, s), 11.058 (1H, s), 
12.707 (1H, br) 


125 


D-18 


Vo-O- 

Eto 


H 


1.352 (3H, t, J=7.2 Hz), 4.350 (2H, q, 
J=7.2 Hz), 7.728 (2H, d, J=8.4 Hz), 
7.862 (1H, s), 7.919 (2H, d, J=8.4 Hz), 
8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d, 
J=8.7Hz), 11.119 (1H, s), 12.716 (1H, 
br) 



51 
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X 


iH-NMR (8) ppm 
(DMSO d-6) 


126 


D-19 




13.98(bs, 1H), 11.82(s, 1H), 8.15(d, 2H, 
J = 8.2 Hz), 7.80(d, 2H, J = 8.2 Hz), 
7.72(8, 1H), 7.65(d, 2H, J = 8.0 Hz), 
7.43(t 2H, J = 8.0 Hz), 7.39(s, 1H), 
7.30(t, 1H, J = 8.0 Hz), 7.30(8, 1H). 


127 


D-20 




12.1(bs,2H),11.9(bs,lH).8.19 (d, 2H,J = 
8.5 Hz), 7.79 (d, 2H, J = 8.5 Hz), 7.74 
(d, 2H, J = 8.5 Hz), 7.71 (s, 1H), 7.46 (s, 
1H), 7.40(d, 2 H, J = 8.5 Hz) i 
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«# 




X 


z 


!H-NMR (8) ppm 
(DMSO d-6) 


128 


E-l 






7.23 (1H, d, J = 3.9 Hz), 7.65 (1H, 
s), 7.71 (1H, d, J = 8.4 Hz), 7.88- 
7.94 (3H, m), 8.19 (1H, d, J = 2.4 

rYL), \.£t.X3 ^xxx, urj, 3.£*.&£t ^j.n., Sy 


129 


E-2 






7.69-7.73 (2H, m), 7.90-7.94 (2H, 
m), 8.05 (1H, s), 8.19 (1H, d, J = 
2.1 Hz), 8.33 (1H, d, J = 4.2 Hz), 
12.7 (1H, br), 13.06 (1H, s) 


130 


E-3 






Hz), 7.91 (1H, s), 8.02-8.10 (5H, 
m), 8.34 (1H, d, J = 4.2 Hz), 12.7 
(1H, br), 13.11 (1H, s) 


131 


E-4 






13.75 (bs, 1H), 13.08 (s, 1H), 9.37 
(d, 1H, J = 2.1 Hz), 8.56 (dd, 1H, J 
= 8.2 Hz, 2.4 Hz), 8.21 (d, 1H, J = 
1.8 Hz), 8.05 (d, 1H, J = 7.9 Hz), 
7.95 (s, 1H), 7.94 (dd, 1H, J = 9.1 
Hz), 2.1 Hz), 7.75 (s, 1H), 7.33 (d, 
1H, J = 8.5 Hz) 


132 


E-5 






13.77 (bs, 1H), 13.15 (s, 1H), 9.48 
(d, 1H, J = 2.7 Hz), 8.57 (dd, 1H, J 
= 8.4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H), 7.96 (e, 1H), 7.92 - 8.02 (m, 
1H), 7.75 (8, 1H), 3.88 (s, 3H) 
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1 7 








Re 


Y 


^i-NMR (8) ppm 
(DMSO d-6) 


133 


F-l 


CI 


o 

H 


4.50 (2H, s), 7.15 (2H, d, J = 8.7 
Hz). 7 58 (2H d 8 7 Hz). 7 76 (1H. 
s), 7.88-7.918 (2H, m), 8.15 (1H, d, 
J = 1.8 Hz), 12.52 (1H, br), 12.60 
(1H, 8) 


134 


F-2 




H 


3.87 (3H, s), 5.00 (2H, s), 7.16 (2H, 
d, J = 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz), 7.76 (1H, s), 7.88 (1H, s), 8.01- 
8.08 (4H, m), 12.50 (1H, br), 12.65 
(lH,s) 


135 


F-3 




H 


3.87 (3H, s), 7.01 (1H, d, J = 16.2 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 
(4H, m), 12.64 (1H, s) 


136 


F-4 


c| -0- 


O 


6.99 (1H, d, J = 15.9 Hz), 7.65-7.79 
(7H, m), 7.86 (1H, s), 7.89 (1H, dd, 
J = 2.1 Hz, 8.7 Hz), 8.13 (1H, d, J = 
2.1Hz), 12.58 (lH,s) 
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G-1 

(SB 1 if) 

5 1 -^2X^T^fi)cbfc>(b'&#)(3)(1.10 g)*^ * y — /u (300 ml) (C<® 

®U> 10%^7v?!>A^i (0.55 g) *AP^tK^#H^TT-JS^ tfco '<?3?5» 

iH NMR (DMSO-de, 6 ppm): 12.46 (bs, 1H), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 4.95 (dd, 1H, J = 9.0 Hz, 4.5 Hz), 3.45 (dd, 1H, J = 14.4 Hz, 4.5 
10 Hz), 3.22 (dd, 1H, J = 14.4 Hz, 9.0 Hz) 

(f2it) 

-f (6) (1.0 g)^^^-=¥1)->'(20 ml)*3 «£ Xfm.it?-* =-^(10 ml)(c: 100 o CT**P 

15 Kl^cs* £J3V^ 0 *^7j?^®?^^^l(286mg), 2-7?/-4- 

( 3',4'-i?7 ;i<*v f-TV — A' (212 mg) Sr^t*fy(50 ml)ti 

ft?U> t°y^V(l21 n l)£AP;t 2 B#Pfl lOO^C-CSP^ Ufc. ^gSSr^JBE®* g& 
§«r^7A^n-^h^77^ - (^df -fr^-ftKai^/u ; 2 : 1) X-mm Ltfttfe 
(G-1) «:»fc 0 

20 m NMR (DMSO-de, 6 ppm): 12.75 (s, 1H), 12.11 (bs, 1H), 8.08 (d, 2H, J = 8.2 
Hz), 7.93 - 8.01 (m, 1H), 7.80 - 7.84 (m, 1H), 7.80 (s, 1H), 7.48 - 7.59 (m, 1H), 
7.44 (d, 2H, J = 8.2 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, 1H, J = 14.0 
Hz, 4.7 Hz), 3.26 (dd, 1H, J = 14.0 Hz, 8.8 Hz) 
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mmm 1 3 s 




36 G-2 



2-T 5 / -4- (3',4'.^7;l'*n7i-^) =f~T / — A-CDft t> <0 iz. 2-T 5 J -5- (5'- 
5 ^a*^2f-7^-yV) fT/-/^1^5: <t {CJ; V) ik&%0(G-2)$:mMm 13 7 

iH NMR (DMSO-de, 5 ppm): 12.81 (s, 1H), 12.10 (bs, 1H), 8.08 (d, 2H, J = 8.2 
Hz), 7.61 (s, 1H), 7.43 (d, 2H, J = 8.2 Hz), 7.40 (d, 1H, J = 4.1 Hz), 7.24 (d, 1H, 
J = 4.1 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, 1H, J = 14.0 Hz, 4.4 Hz), 
10 3.25 (dd, 1H, J = 14.0 Hz, 8.8 Hz) 

mmm 139 



CI CI 




o 

9 



o 

NH 



2X3 



EtO .O o 
O 

10 



31^ 



8 




15 (IHg) 

p-^/u § ;v ^ ,g, ■ 
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dmf izmmv, Tk^T^ fcmiti- b v v j± (0.45 mg) ^m^it 0 mmx- 30 

ftfflm&VIt®., ik&m (7) £ 1.36 g JD^fCo 30#PflJ£M, KJSMK/*/ 
5 -yu-e^xyf IN ^^r*^+t(- L.^i 0 K®f ^ ^^"Ctt HI L , 
^ a n /fr/UA;^ £>6£tP B ^ b T it & Vo (8) £ 1.06 g #fc 0 

iH NMR(DMSO-de, 6 ppm) 13.04 (bs, 1H), 10.13 (s, 1H), 8.30 (d, 2H, J = 8.4 
Hz), 8.22 (d, 1H, J = 2.1 Hz), 8.07 (d, 2H, J = 8.4 Hz), 7.95 (dd, 1H, J = 8.4 Hz, 
2.1 Hz), 7.95 (s, 1H), 7.73 (d, 1H, J = 8.4 Hz). 

10 

(IS 2 Ig) 

t^yh^y(2.0g) ZmWtizmm 85°CX*£:m (1.3 mV&ffiTVfto 30&m 
85 0 CX*mmM& LTtm 30°CKl#£P 40-45^C £ {£ % 2* £ y ai^^^^ 7 

r-T h(4.8ml)?r JPx.fe 0 ^ffi-C 90^-raiS^ Ufcm. ^-T/is&Mx., t^Lfc 
15 ig^B^^ag L-C<ft^(10)4r 1.1 g #7t 0 

iH NMR(DMSO-d 6 , 6 ppm) 10.91 (s, 1H), 8.41 (s, 1H), 4.76 (dd, 1H, J = 14.7 
Hz, 1.2 Hz), 4.04 - 4.13 (m, 4H), 1.25 (t, 6H, J = 7.2 Hz). 

(Sf§ 3 II) 

20 / —;^(i m 1 h y :>A(io m S )^mK.mmxmm.tLo -tvyy^n 

(10)(159 mg)Sr^P^^ST*JS^ Ufc,, ^l&Sr^ffitg* ^ $ £ * 9 / — A* J; t> 
W&fifl LT-ffcl^ (H-l) £#*: 0 ^k** (H-l) li E ftiZ«c©H^tLt 

25 E W ' 

iH NMR (DMSO-de, 5 ppm): 12.81 (bs, IH), 10.76 (bs, IH), 10.46 (s, IH), 8.22 
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(d, 1H, J = 2.4 Hz), 8.15 (d, 2H, J = 8.7 Hz), 7.95 (dd, 1H, J = 8.7 Hz, 2.4 Hz), 
7.91 (s, 1H), 7.78 (d, 2H, J = 8.7 Hz), 7.73 (d, 1H, J = 8.7 Hz), 6.48 (s, 1H). 
Z# : 

iH NMR (DMSO-de, 6 ppm): 11.35 (bs, 1H), 11.26 (bs, 1H), 10.13 (s, 1H), 8.22 
(d, 1H, J = 2.4 Hz), 8. 10 (d, 2H, J = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd, 1H, 
J = 8.7 Hz, 2.4 Hz), 7.91 (s, 1H), 7.73 (d, 1H, J = 8.7 Hz), 6.38 (s, 1H). 

±.W.<DRl&t mm.<DKfc*'u^. te-&i&(H-2)~(H- 5) Ufc. ^iStl^c^ 
^ 1 8 iC & L tc e 
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O 






#^§- 


M 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


140 


H-2 


NH 


S 


12.85 (bs, 1H), 12.47 (bs, 1H), 12.33 
vjos, xjhj, o.££ \0. t in, <j — ±.o nz;, 
8.16 (d, 2H, J = 8.2 Hz), 7.91 - 7.97 
(m, 4H), 7.73 (d, 1H, J = 8.5 Hz), 
6 54(s 1H) 


141 


H-3 


CH2 


O 


12.88 (s, 1H), 11.51 (s, 1H), 8.21 (d, 
1H, J = 2. 1 Hz), 8.20 (d, 2H, J = 9.3 
Hz), 7.95 (dd, 1H, J = 8.1 Hz, 2.1 
Hz), 7.92(s, 1H), 7.80 (d, 2H, J = 9.3 
Hz), 7.72 (d 1H, J = 8.1 Hz), 7.46 (t, 
1H, J = 2.1 Hz), 3.74 (d, 1H, J = 2.1 
Hz) 


142 


H-4 


NMe 


O 


9.48 (bs, 1H), 8.21 (s, 1H), 8.19 (dd, 
4H, J = 13.2 Hz, 7.8 Hz), 7.94 (d, 
1H, J = 6.6 Hz), 7.89 (s, 1H), 7.72 (d, 
1H, J = 8.1 Hz), 6.47 (s, 1H), 2.71 (d, 
3H, J = 4.8 Hz) 


143 


H-5 


O 


S 


12.91 (8, 1H), 8.21 - 8.24 (m, 3H), 
7.93 - 8.01 (m, 4H), 7.72 (d, 1H, J = 
8.2 Hz), 6.57 (s, 1H) 
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CI 




1-2 



m 1 id 

5 mmm 1 39-n igtto-ca^ stilts- $3(8x0.2 g)& dmf i-^? l, 

*^T, Tk^-ffc^ h y ?A(32 mg)SrJPx.fc„ ^fiT* 30 ^Ffljf 3<?fc*?- 
/u(0.2 ml)^*D^ 1 tiffflmW L7t 0 S^^^^tK-C^ tti^^x^^-cftl 

^/P ; 4 : 1) "C^fig \,X\t&m (11) £ 100 mg, (12) £• 33 mg »fc 0 

10 te"£4fc(ll) 

iH NMR(DMSO-d 6 , 6 ppm) 10.12 (s, 1H), 8.22 (d, 1H, J = 2.1 Hz), 8.07 (d, 2H, 
J = 8.1 Hz), 8.03 (s, 1H), 7.97 (dd, 1H, J = 8.1 Hz, 2.1 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.72 (d, 1H, J = 8.4 Hz), 3.63 (s, 3H). 
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iH NMR(CDC1 3 , 6 ppm) 10.16 (s, 1H), 8.49 (d, 2H, J = 8.0 Hz), 7.97 (d, 2H, J = 

8.0 Hz), 7.61 (d, 1H, J = 8.2 Hz), 7.55 (d, 1H, J = 2.2 Hz), 7.27 (dd, 1H, J = 8.2 Hz, 
2.2 Hz), 6.67 (s, 1H), 3.78 (s, 3H). 

5 

(m 2 If) 

<ffc-g-^(ll)(84mgK D y - >(32 mg)* b ;i/X >(4 ml)Ci§* lMU^'J^ 

ADl&Lfco ft&&3lj£^tz1ig&*M®.L. 4b-£tKl-i)& 77mgff£ 0 
10 iH NMR(DMS0-d 6 , 8 ppm) 13.85 (bs, 1H), 8.21(d, 1H, J = 1.8 Hz), 8.003 (s, 
1H), 7.97 (dd, IH, J = 8.7 Hz, 2.1 Hz), 7.83 (d, 2H, J = 8.1 Hz), 7.76 (d, 2H, J = 

8.1 Hz), 7.72 (s, IH), 7.71 (d, IH, J = 8.7 Hz), 3.65 (s, 3H). 
^-^^)(12)(42 mgK D^->(l6mg)^ h;i/oi>(2ml)^jg*Ls lMtT^U^ 

> h ;i/oi>}!?i&(io tx D&£7f im mm. <io u \)*lm7L 2 mm&%L 

15 mmVTzo ^a]^£5KUfc*S 11*^1^ 4bl^(I-2)£ 36 mgfffco 

iH NMR(DMS0-d 6 , 6 ppm) 13.90 (bs, 1H), 8.36 (d, 2H, J = 8.5 Hz), 7.93 (d, 1H, 
J = 1.9 Hz), 7.83 (d, IH, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.70 (s, IH), 7.62 
(dd, IH, J = 8.2 Hz, 1.9 Hz), 3.75 (s, 3H). 
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MM®} 1 ©#M1ISM Lfcte^fe(A-12)(120mg)£^*1J-:/(5ml), 1 Mfefr 
tty-^(5ml)t^?t, SS»-e ZOftfflmft LfCo l#t£i£^ (5ml)fittl-t 
T, *§!££^EEf8:fe L7t 0 a*tt*^. DMF-* * / — /W"CI¥tea4r LT-ffc 
5 -g-<$KJ.l)£ 72 mgttfco 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H), 7.74 (s, 1H), 
7.64 (d, 2H, J = 8.5 Hz), 7.22 (s, 1H). 

10 iH NMR (DMSO-de, 6 ppm): 13.92 (bs, 1H), 12.98 (s, 1H), 8.25 (d, 2H, J = 8.4 
Hz), 8.01 - 8.10 (m, 4H), 7.92 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.71 (s, IH). 
4b&®{J-i)$: 2 aica>tty-^fiSi LT-fb'S-4&(I-3)£#*i 0 

iH NMR (DMSO-de, 5 ppm): 8.20 (d, 2H, J = 8.1 Hz), 7.93 (dd, 4H, J = 11.4 Hz, 
8.4 Hz), 7.71 (s, IH), 7.61 (d, 2H, J = 8.1 Hz), 7.21 (s, IH). 

15 

mmm 1 4 9 




14 K-1 



(SB 1 II) 

20 %ffi0J 1 -SB 2 IflT-a^ Lfcfc£-^(3)(10 g)£ tert-y*^ y — /W(200 ml):f3<fc 
t> , ^t^ty(66 mDC^iL, hyxf/W7?y(5.6 ml), 9 J7 * -/W >9 A/^T 
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K(8.63 ml)%Mx.X, 2 1$ Pfl JI flc J P f& Ufc. 7k £ JP *. T , ttS*^- 

£■ 4.41 gUfc. 

iH NMR(DMSO-d 6 , 6 ppm) 12.50 (bs, 1H), 9.78 (s, 1H), 7.69 (s, 1H), 7.61 (d, 
5 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 1.49 (s, 9H). 

(S2II) 

fc6'#K13)(3.15 6>Sr H » 7^*b«5»(15 ml)K*t? 15 #IW U 

10 (14)4: 2.10 g#fc. 

iHNMR(DMSO-d6, 6 ppm) 12.29 (bs, 1H), 7.60 (s, 1H), 7.29 (d, 2H, J = 8.7 Hz), 
6.67 (d, 2H, J = 8.7 Hz). 

(|3Ig) 

15 -fb'Q-4fe(14)(220mg)«:^^-*-9- V(50 ml){Cjgfl¥ U,fc°y v ? >(121 // l).4ttfls 4-n- 
^^^^S#^(187 *x D&flp*., Slt3^«jtLfc„ &ft&ttjEiS& a 
$ 9 / -^(6ml), 7k(2 ml) £3)P U ft: It A <rtt8U Lfcc * * 7 — /VCIf 

tit A UT{t^-!fe(K-l)4r 232 mg #fti 0 

iH NMR(DMSO-d 6 , 6 ppm) 12.56 (bs, 1H), 10.47 (s, 1H), 7.75 (s, 1H), 7.78 (d, 
20 2H, J = 8.7 Hz), 7.63 (d, 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 Hz), 1.59 (quant, 2H, 
J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz) 

±JB<BRjE&£ra*l©Srt;4:fTV^ -fb^^(K-2)~(K-29)^-a-^ Lft: 0 iSISS- 
119-22 iCTjk Lfco 

25 
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a i 9 




#-§• 




X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


150 


K-2 


co- 


0 


1H), 8.01 - 8.12 (m, 6H), 7.78 (s, 1H), 
7.63 - 7.69 (m, 4H) 


151 


K-3 




O 


10.35 (s, 1H), 7.95 (d, 2H, J = 8.8 Hz), 
7.75 (s, 1H), 8.52 -7.75 (m, 4H), 7.08 (d, 
1H, J = 8.2 Hz), 6.15 (s, 2H) 


152 


K-4 




O 


12.55 (bs, 1H), 10.39 (s, 1H), 7.98 (d, 
2H, J = 8.9 rlz), 7.96 (d, Zri, J = 8.9 
Hz), 7.75 (s, 1H), 7.59 (d, 2H, J = 8.9 
Hz), 7.32 - 7.50 (m, 5H), 7.16 (d, 2H, J 
= 8.9 Hz), 8.22 (s, 2H) 


153 


K-5 




O 


12.56 (bs, 1H), 10.59 (s, 1H), 8.08 (d, 
2H, J = 8.5 Hz), 7.8b (d, Zrl, J — o.Z 
Hz), 7.76 - 7.79 (m, 2H), 7.76 (s, 1H), 
7.62 (d, 2H, J = 8.8 Hz), 7.50 - 7.55 (m, 
2H), 7.41 - 7.46 (m, 1H) 


154 


K-6 




O 


12.56 (bs, 1H), 10.47 (s, 1H), 7.97 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
rlz,), /. id vs, lrv, /.bo va, Zxl, J — y.U 
Hz), 7.35 (d, 2H, J = 8.1 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.60 (quant, 2H, J = 
7.2 Hz), 1.29 (bs, 6H), 0.84 - 0.88 (m, 


155 


K-7 


Et °-Q- 


O 


12.55 (bs, 1H), 10.38 (s, 1H), 7.96 (d, 
4H, J = 9.0 Hz), 7.75 (s, 1H), 7.69 (d, 
2H, J = 9.0 Hz), 7.06 (d, 2H, J = 9.0 
Hz), 4.12 (q, 2H, J = 6.9 Hz), 1.36 (t, 
3H, J = 6.9 Hz) 


156 


K-8 


n-Oxt-^}- 


O 


12.56 (bs, 1H), 10.46 (s, 1H), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75 (s, 1H), 7.60 (d, 2H, J = 8.4 
Hz), 7.36 (d, , 2H, J = 8.7 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.58 - 1.62 (m, 2H), 
1.24 - 1.27 (m, 8H), 0.83 -0.88 (m, 3H) 


157 


K-9 


Me 


O 


12.55 (bs, 1H), 10.42 (s, 1H), 7.97 (d, 
2H, J = 8.7 Hz), 7.70 - 7.76 (m, 3H), 
7.60 (d, 2H, J = 8.7 Hz), 7.30 (d, 2H, J = 
8.1 Hz), 2.32 (s, 1H), 2.31 (s, 1H) 


158 


K-10 




0 


12.55 (bs, 1H), 10.75 (s, 1H), 8.17 (d, 
2H, J = 8.0 Hz), 7.97 (d, 2H, J = 8.8 
Hz), 7.93 (t, 1H, J = 8.0 Hz), 7.76 (s, 
1H), 7.63 (d, 2H, J = 8.8 Hz) 
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m.2 o 





wo 


X 


T 


iH-NMR (5) ppm 

\lJVfliJ\J u-o/ 


159 


K-ll 




o 


12.56 (bs, 1H), 10.47 (s, 1H), 7.97 (d, 
2H, J = 9.0 Hz), 7.90 (d, 2H, J = 8.4 
Hz), 7.76 (s, 1H), 7.60 (d, 2H, J = 9.0 
Hz), 7.57 (d, 2H, J = 8.4 Hz), 1.33 (s, 

QTT\ 


160 


K-12 


CI 


0 


12.57 (bs, 1H), 10.69 (s, 1H), 7.99 (d, 
2H, J = 2.1 Hz), 7.94 (d, 2H, J = 9.0 
Hz), 7.89 (t, 1H, J = 1.8 Hz), 7.76 (s, 
1H), 7.63 (d, 2H, J = 9.0 Hz) 


161 


K-13 




o 


12.55 (bs, 1H). 10.46 (s, 1H), 7.97 (d, 
2H, J = 8.8 Hz), 7.90 (d, 2H, J = 8.1 
Hz), 7.76 (s, 1H), 7.50 (d, 2H, J = 8.8 
Hz), 7.38 (d, 2H, J = 8.1 Hz), 2.69 (q, 
2H, J = 7.7 Hz), 1.22 (t, 3H, J = 7.7 Hz) 


162 


K-14 


C1 N_ 

c, -0- 


o 


12.59 (bs, 1H), 10.67 (s, 1H), 8.23 (d, 
1H, J = 2.1 Hz), 7.95 (d, 1H, J = 8.4 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.84 (d, 
2H, J = 8.4 Hz), 7.76 (s, 1H), 7.62 (d, 

-tTT T f% f\ TT \ 

1H, J = 9.0 Hz) 


163 


K-15 




o 


12.55 (bs, 1H), 10.45 (s, 1H), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75(8, 1H), 7.60 (d, 2H, J = 8.7 

TT V rr OP ✓J iTT T OA TT \ CJ OfT / ~ 

Hz), 7.35 (d, 1H, J = 8.4 Hz), 2.37 (s, 
3H) 


164 


K-16 


Me 


s 


13.79 (bs, 1H), 10.53 (s, 1H), 7.98 (d, 
2H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H), 
7.62 (d, 2H, o = 8.8 Hz), 7.61 (s, 1H), 
7.24 - 7.44 (m, 2H), 2.41 (s, 3H) 


165 


K-17 


t-Bu 

l-DU 


s 


13.79 (bs, 1H), 10.36 (s, 1H), 7.93 (d, 
2H, J = 8.7 Hz), 7.68 (s, 1H), 7.60 (d, 
2H, J = 8.7 Hz), 7.59 (d, 1H, J = 6.9 

TT \ c rjrr s TT\ 1 A A 1 U\ 

Hz), o.7o (S, lrl), 1.44 (s, lrl) 


166 


K-18 




s 


10.50 (s, 1H), 7.98 (d, 2H, J = 8.7 Hz), 
7.90 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
8 7 Ht> 7 59 2H J = ft S H7^ 7 
(s, 1H), 1.33 (s, 9H) 


167 


K-19 




s 


13.79 (bs, 1H), 10.62 (s, 1H), 8.09 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.5 
Hz), 7.77 (d, 2H, J = 8.5 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.62 (s, 1H), 7.50 - 7.55 
(m, 2H), 7.41 - 7.46 (m, 1H) 


168 


K-20 


CO" 


s 


13.81 (bs, 1H), 10.77 (s, 1H), 8.61 (s, 
1H), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m, 
5H) 
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m 2 1 







X 


T 


»H-NMR (5) ppm 
(DMSOd-6) 


169 


K-21 


w 


S 


1 O HQ /U„ 1 TT\ 1 f\ QQ -i TJV rj Qrr /J 

lo.7» (OS, 111), lU.oy (S, 111), 7.97 (d, 

2H, J = 8.8 Hz), 7.61 (s, 1H), 7.60 (d, 
2H, J = 8.8 Hz), 7.59 (d, 1H, J = 9.9 
Hz), 7.53 (d, 1H, J = 1.8 Hz), 7.07 (d, 
1H, J = 8.2Hz),6.15(s,2H) 


170 


K-22 




S 


13.79 (s, 1H), 10.49 (s, 1H), 7.99 (d, 2H, 
J = 8.8 Hz), 7.91 (d, 2H, J = 8.2 Hz), 
7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, lH), 
7.38 (d, 2H, J = 8.2 Hz), 2.70 (q, 2H, J = 
7.4 Hz), 1.22 (t, 3H, J= 7.4 Hz) 


171 


K-23 




s 


13.79 (bs, 1H), 10.49 (s, 1H), 7.99 (d, 
2H, J = 8.8 Hz), 7.89 (d, 2H, J = 8.2 
Hz), 7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, 
1H), 7.37 (d, , 2H, J = 8.2 Hz), 2.37 (t, 
2H, J = 7.4 Hz), 1.57 - 1.64 <m, 2H), 
1.26 - 1.38 (m, 2H), 0.91 (t, 3H, J = 7.1 
Hz) 


172 


K-24 




s 


13.80 (bs, 1H), 10.79 (s, 1H), 8.17 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.64 (d, 
1H, J — o.7 riz), 7.DO (S, 1x1; 


173 


K-25 


CI 


s 


13.80 (bs, 1H), 10.71 (s, 1H), 7.99 (d, 
2H, J = 1.6 Hz), 7.95 (d, 2H, J = 8.5 
Hz), 7.89 (t, 1H, J = 1.9 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.61(s, 1H), 


174 


K-26 


Me -Q- 


s 


13.78 (bs, 1H), 10.48 (s, lH), 7.98 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 7.61 (s, 
1H), 7.36 (d, 2H, J = 8.1 Hz), 2.40 (s, 
3H) 
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n 1 XT*X> 





Ha v 


X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


175 


K-27 




O 


12.57 (bs, 1H), 10.88 (s, 1H), 8.53 (s, 
1H), 8.15 - 8.19 (m, 2H), 8.07 (d, 2H, J 
= 8.8 Hz), 7.78 (s, 1H), 7.65 (d, 2H, J = 
8.8 Hz), 7.50 - 7.55 (m, 2H), 7.40 - 7.45 
Cm. 1H) 


176 


K-28 




O 


12.58 (bs, 1H), 10.91 (s, 1H), 8.69 (s, 
1H), 8.48 (d, 1H, J = 1.9 Hz), 8.15 (dd, 
1H, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz), 7.78 (d, 1H, J = 8.8 Hz), 
7.76 (s, 1H), 7.64 (d, 1H, J = 8.8 Hz) 


177 


K-29 




S 


13.82 (bs, 1H), 10.95 (s, 1H), 8.72 (s, 
1H), 8.50 (d, 1H, J = 1.9 Hz), 8.16 (dd, 
1H, J = 8.5 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz), 7.80 (d, 1H, J = 8.6 Hz), 
7.67 (d, 1H, J = 8.8 Hz), 7.63 (s, 1H) 
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mmm 1 7 8 




m 1 is) 

5 «m 4 9 -» 1 im"T?<&jfcUfc'flS-a*»<13)(1.7g) £ ^^rlf-V^OOmDK: 

mm&mizma^, ik4t*nm* 139 g#fc. 

iH NMR (CDCI3, 6 ppm): 8.38 (s, 1H), 7.32 (d, 2H, J = 8.4 Hz), 7.26 (s, 1H), 
7.15 (d, 2H, J = 8.4 Hz), 6.54 (s, 1H), 4.50 (dd, 1H, J = 9.3 Hz, 3.9 Hz), 3.46 (dd, 
10 1H, J = 14.4 Hz, 3.9 Hz), 3.22 (dd, 1H, J = 14.4 Hz, 9.3 Hz), 1.52.(s, 9H). 

(i2II) 

-fb-g-fe (15)(4.23 g)£ri£te> V ^(20 ml)*3 £Xf h V -7 f^-fr o S£M(10 ml)(^^ 

15 /Wet 9 teAfc LT, te^(16)£- 3.8 g#fc„ 

iH NMR(DMS0-d 6 , 6 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz), 
4.90 (dd, IH, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, IH, J= 14.4 Hz, 4.5 Hz), 3.12 (dd, IH, 
J = 14.4 Hz, 8.7 Hz). 

70 



WO 01/07423 



PCT/JPOO/04909 



(i3ii) 

>fk-g-%l(16)(220mg)^^^-=¥ -9- is (50 ml)tr^ft? L, fc° V ^(121 m lhtt-ffc 3> 
^^nn^tfiSf(180M M-C 3 BfrfflUH* bfc. igjig £r gcffitS * L , 

» £ 5 A^D7^77 -f — (^^U-^-gmoi^/U ; 2 : Ltft^fe 
(L-l)£ 103 mg#fc. 

*H NMR(DMSO-d 6 , 6 ppm) 12.02 (bs, 1H), 10.41 (s, 1H), 7.97 (d, 2H, J = 1.9 
Hz), 7.87 (t, 1H, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz), 
4.91 (dd, 1H, J = 8.8 Hz, 4.4 Hz), 3.36 (dd, 1H, J= 14.3 Hz, 4.4 Hz), 3.12 (dd, 1H, 
J = 14.3 Hz, 8.8 Hz) 

JhlEco^^ t mmnfrfc&ft^. te<&tt(L.2)~(L-3)fc£-fifcUrti. i&aiaifrS: 
123 \£tf L/C. 
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#■§• 


*■§■ 


X 


T 


iH-NMR (8) ppm 
CDMSO d-6) 


179 


L-2 




O 


1 9 fid flic 1 W» in47 1 PT* ft 1 A fH 

2H, J = 8.2 Hz), 7.92 (d, 2H, J = 8.2 
Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
2H, J = 8.5 Hz), 4.92 (dd, 1H, J = 8.9 
Hz, 4.4 Hz), 3.36 (dd, 1H, J = 14.4 Hz, 
4.4 Hz), 3.12 (dd, 1H, J = 14.4 Hz, 8.9 
Hz) 


180 


L-3 




O 


12.05 (bs, 1H), 10.56 (s, 1H), 7.86 (d, 
2H, J = 8.4 Hz), 7.71 (d, 2H, J = 8.7 
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (d, 
2H, J = 8.4 Hz), 4.91 (dd, 1H, J = 9.0 
Hz, 4.5 Hz), 3.34 (dd, 1H, J = 13.8 Hz, 
4.5 Hz), 3.10 (dd, 1H, J = 13.8 Hz, 9.0 
Hz), 2.66 (t, 2H, J = 7.5 Hz), 1.58 
(quant, 2H, J = 8.1 Hz), 1.26 - 1.37 (m, 
2H), 0.91 (t, 3H, J = 7.5 Hz) 
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mmm i 8 i 




s 



HIS 



H H 



s o 




o 



M-1 



dug) 

5 mmm 1-I2 Ii-C^^lfc<^l(3)(3 g)£r^:*-^-9->(20 ml)*3J:t;J|^ 

^^)(143 mg), ^ah^T i^T^*- ? A(42mg)£r v^^f- >-(25 ml){;iigfi? L N 
ifit 15#&#<£>mi- 3,4- n D7-!) >- Sr*P x.tz. 0 MM. ~C HSWSJ&UfcflU 
10 i§8S£rfl£lE?S* 2S£ * /-^(6ml), *(2 ml)&M L fc^iS &ilSt#J 

LTto DMF "C'Sfe^ b-C^-g-^KM- 1)4: 104 mg#fc„ 

iH NMR (DMSO-de, 5 ppm): 13.91 (bs, 1H), 12.49 (s, 1H), 11.83 (s, 1H), 8.07 - 
8.12 (m, 3H), 7.63 - 7.76 (m, 5H). 

15 ±m<Dfimtmm(D&i&*i7o z tic j: i-nt^mts^tsa 



R 7 

Me:^^/W, Ett^^/V', nPr:n - /a b';V, iPr:^ y nBu:n-/f /l', 

20 iBu:^ y y^yu, tBu: t - zf =T ;v ^ Pen:n— ^I'^K Ph:7^ — /K Bn^Vv 5 
yv, Bz^y/'f/W, AcrT-fc^vK diF:v?7yW^-n , diCl: v> ^ p a . diBrti^yn 



O 
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dilri/a— F\ diMe: *S * )V . thiophene:^:*' 7 * >\ thienyl: 1 ^^ n yU, 
Py:fl) v ? /l', pyridine: t° y v^^-x pyridinium: t:" U v 5 — ? A , Quinoline:^r J V 
V, Benzodioxole:^< V y y — /W x pyrazinyl: t° 9 v 7 — /W % pyrrolyl: fc° n y 

/K pyrrole: t° a— /w„ oxide : ^ %/ K , indole:^ > K — /K imidazolyl:-^ 5 ^ 
5 y* y yw, morpholino^/W/jx y / „ piperazinyl: 9 v 7 — furyl: ~7 V /W N furan: 
7 *7 > x thiazolyl:?-T V y zl'x benzodioxin:^^ y i/^" V >• „ *3 «t tLK 
benzo[b]furan:^ V y [b] 77^ 

No: R6, R7, M, T) = (N-l: Ph, Me, S, S), (N-3: 4-Br-Ph, Me, S, S), (N- 
4: 4-Me-Ph, Me, S, S), (N-5: 4-Ph-Ph, Me, S, S), (N-6: 4-OMe-Ph, Me, S, S), 

10 (N-7: 4-tBu-Ph, Me, S, S), (N-8: 4-COOMe-Ph, Me, S, S), (N-9: 4-Pen-Ph, Me, S, 
S), (N-10: 4-N0 2 -Ph, Me, S, S), (N-ll: 5-Cl-thiophene-2-yl, Me, S, S), (N-12: 
3-Thienyl, Me, S, S), (N-13: 2-Py, Me, S, S),(N-14: 3-Py, Me, S, S), (N-15: 4-Py, 
Me, S, S), (N-16: 3,4-diF-Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, S, S), 
(N-18: 4-CONH 2 -Ph, Me, S, S), (N-19: 4-CON(Me)H-Ph, Me, S, S), (N-20: 4- 

15 CON(Me) 2 -Ph, Me, S, S), (N-21: 4-iPrOC(=0)-Ph, Me, S, S), (N-22: 4- 
nBuOC(=0):Ph, Me, S, S), (N-23: 6-Me-pyridine-3-yl, Me, S, S), (N-24: 
Quinoline-3-yl, Me, S, S), (N-25: 4-NH 2 -Ph, Me, S, S), (N-26: 4-N(Ac)H-Ph, Me, 
S, S), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di(OH) 2 -Ph, Me, S, S), (N-29: 3,4- 
di(NH 2 )-Ph, Me, S, S), (N-30: 3:4-[N(Ac)H] 2 -Ph, Me, S, S), (N-31: 4-SH-Ph, Me, 

20 S, S), (N-32: 4-SMe-Ph, Me, S, S), (N-33: 3,4-diBr-Ph, Me, S, S), (N-34: 4- 
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me) 2 -Ph, Me, S, S), (N-36: 4-N(Me) 3 + -Ph, Me, 
S, S), (N-37: 4-Et-Ph, Me, S, S), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph, Me, 
S, S), (N-40: 4-nBu-Ph, Me, S, S), (N-41: 4-iBu-Ph, Me, S, S), (N-42: 3,4- 
diMe-Ph, Me, S, S), (N-43: l,3-Benzodioxole-5-yl, Me, S, S), (N-44: N-Me- 

25 pyridinium-4-yl, Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5- 
Me-Pyridine-2-yl, Me, S, S), (N-47: 2-Pyrazinyl, Me, S, S), (N-48: 3-Pyrrolyl, 
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Me, S, S), (N-49: l-Me-pyrrole-3-yl, Me, S, S), (N-50: Pyridine N-oxide-4-yl, Me, 
S, S), (N-51: Pyridine N-oxide-3-yl, Me, S, S), (N-52: 6-OH-pyridine-3-yl, Me, S, 
S), (N-53: 6-SH-pyridine-3-yl, Me, S, S), (N-54: l-Ac-pyrrole-3-yl, Me, S, S), 
(N-55: 4-CFa-Ph, Me, S, S), (N-56: 4-CN-Ph, Me, S, S), (N-57: 4-CHO-Ph, Me, S, 
5 S), (N-58: 3-Cl-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), 
(N-61: 3-I-Ph, Me, S, S), (N-62: 4-I-Ph, Me, S, S), (N-63: 4-OCFs-Ph, Me, S, S), 
(N-64: 3,4-diI-Ph, Me, S, S), (N-65: Indole-6-yl, Me, S, S), (N-66: 1-Ac-indole- 
6-yl, Me, S, S), (N-67: l-Me-indole-6-yl, Me, S, S), (N-68: 4-(l-Imidazolyl)-Ph, 
Me, S, S), (N-69: 4-Morphorino-Ph, Me, S, S), (N-70: 4-(l-Piperazinyl)-Ph, Me, 

10 S, S), (N-71: 2:5-diMe-thiophene-3-yl, Me, S, S), (N-72: 2-Furyl, Me, S, S), 
(N-73: 5-Me-furan-2.yl, Me, S, S), (N-74: 5-Me-furan-2-yl, Me, S, S), (N-75: 2- 
Thiazolyl, Me, S, S), (N-76: l:4-Benzodioxin-6-yl, Me, S, S), (N-77: 
Benzo[b]furan-2-yl, Me, S, S), (N-78: 4-NH 2 CH2-Ph, Me, S, S), (N-79: 4- 
N(Me)HCH 2 -Ph, Me, S, S), (N-80: 4-N(Me) 2 CH 2 -Ph, Me, S, S), (N-81: 6-C1- 

15 pyridine-3-yl, Me, S, S), (N-82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N-83: 5-C1- 
pyridine-2-yl, Me, S, S), (N-84: 4:5-diCl-pyridine-2-yl, Me, S, S), (N-85: 4- 
C1CH 2 -Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-Cl-Bn, Me, S, S), (N-88: 
4-Br-Bn, Me, S, S), (N-89: 4-F-Bn, Me, S, S), (N-90: 3,4-diCl-Bn, Me, S, S), 
(N-91: 3,4-diBr-Bn, Me, S, S), (N-92: 3,4-diF-Bn, Me, S, S), (N-93: 4-Cl-Bz, Me, 

20 S, S), (N-94: 3,4-diCl-Bz, Me, S, S), (N-95: 4-Br-Bz, Me, S, S), (N-96: 3,4- 
diBr-Bz, Me, S, S), (N-97: 4-F-Bz, Me, S, S), (N-98: 3,4-diF-Bz, Me, S, S), (N- 
99: 4-N0 2 -Bn, Me, S, S), (N-100: 4-CN-Bn, Me, S, S), (N-101: Ph, Et, S, S), 
(N-102: 4-F-Ph, Et, S, S), (N-103: 4-Br-Ph, Et, S, S), (N-104: 4-Me-Ph, Et, S, S), 
(N-105: 4-Ph-Ph, Et, S, S), (N-106: 4-OMe-Ph, Et, S, S), (N-107: 4-tBu-Ph, Et, S, 

25 S), (N-108: 4-COOMe-Ph, Et, S, S), (N-109: 4-Pen-Ph, Et, S, S), (N-110: 4- 
N0 2 -Ph, Et, S, S), (N-lll: 5-Cl-thiophene-2-yl, Et, S, S), (N-112: 3-Thienyl, Et, 
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S, S), (N-113: 2-Py, Et, S, S), (N-114: 3-Py, Et, S, S), (N-115: 4-Py, Et, S, S), 
(N-116: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N-118: 
4-CONH 2 -Ph, Et, S, S), (N-119: 4-C0N(Me)H-Ph, Et, S, S), (N-120: 4- 
CON(Me) 2 -Ph, Et, S, S), (N-121: 4-iPrOC(=0)-Ph, Et, S, S), (N-122: 4- 
5 nBuOC(=0)-Ph, Et, S, S), (N-123: 6-Me-pyridine-3-yl, Et, S, S), (N-124: 
Quinoline-3-yl, Et, S, S), (N-125: 4-NH 2 -Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et, 
S, S), (N-127: 4-OH-Ph, Et, S, S), (N-128: 3,4-di(OH) 2 -Ph, Et, S, S), (N-129: 
3,4-di(NH2)-Ph, Et, S, S), (N-130: 3:4-[N<Ac)H] 2 -Ph, Et, S, S), (N-131: 4-SH-Ph, 
Et, S, S), (N-132: 4-SMe-Ph, Et, S, S), (N-133: 3,4-diBr-Ph, Et, S, S), (N-134: 

10 4-N(Me)H-Ph, Et, S, S), (N-135: 4-N(Me) 2 -Ph, Et, S, S), (N-136: 4-N(Me) 3 + -Ph, 
Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et, S, S), (N-139: 4- 
nPr-Ph, Et, S, S), (N-140: 4-nBu-Ph, Et, S, S), (N-141: 4-iBu-Ph, Et, S, S), 
(N-142: 3,4-diMe-Ph, Et, S, S), (N-143: l,3-Benzodioxole-5-yl, Et, S, S), (N-144: 
N-Me-pyridinium-4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N- 

15 146: 5-Me-Pyridine-2-yl, Et, S, S), (N-147: 2-Pyrazinyl, Et, S, S), (N-148: 3- 
Pyrrolyl, Et, S, S), (N-149: l-Me-pyrrole-3-yl, Et, S, S), (N-150: Pyridine N- 
oxide-4-yl, Et, S, S), (N-151: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH- 
pyridine-3-yl, Et, S, S), (N-153: 6-SH-pyridine-3-yl, Et, S, S), (N-154: 1-Ac- 
pyrrole-3-yl, Et, S, S), (N-155: 4-CFa-Ph, Et, S, S), (N-156: 4-CN-Ph, Et, S, S), 

20 (N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-Cl-Ph, Et, S, S), (N-159: 3-Br-Ph, Et, S, 
S), (N-160: 3-F-Ph, Et, S, S), (N-161: 3-I-Ph, Et, S, S), (N-162: 4-I-Ph, Et, S, S), 
(N-163: 4-OCF 3 -Ph, Et, S, S), (N-164: 3,4-diI-Ph, Et, S, S), (N-165: Indole-6-yl, 
Et, S, S), (N-166: l-Ac-indole-6-yl, Et, S, S), (N-167: l-Me-indole-6-yl, Et, S, S), 
(N-168: 4-(l-Imidazolyl)-Ph, Et, S, S), (N-169: 4-Morphorino-Ph, Et, S, S), 

25 (N-170: 4-(l-Piperazinyl)-Ph, Et, S, S), (N-171: 2:5-diMe-thiophene-3-yl, Et, S, 
S), (N-172: 2-Furyl, Et, S, S), (N-173: 5-Me-furan-2-yl, Et, S, S), (N-174: 5- 
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Me-furan-2-yl, Et, S, S), (N-175: 2-Thiazolyl, Et, S, S), (N-176: 1:4- 
Benzodioxin-6-yl, Et, S, S), (N-177: Benzo[b]furaii-2-yl, Et, S, S), (N-178: 4- 
NH 2 CH 2 -Ph, Et, S, S), (N-179: 4-N(Me)HCH 2 -Ph, Et, S, S), (N-180: 4- 
N(Me)2CH 2 -Ph, Et, S, S), (N-181: 6-Cl-pyridine-3-yl, Et, S, S), (N-182: 5,6- 
5 diCl-pyridine-3-yl, Et, S, S), (N-183: 5-Cl-pyridine-2-yl, Et, S, S), (N-184: 
4:5-diCl-pyridine-2-yl, Et, S, S), (N-185: 4-ClCH 2 -Bn, Et, S, S), (N-186: Bn, Et, 
S, S), (N-187: 4-Cl-Bn, Et, S, S), (N-188: 4-Br-Bn, Et, S, S), (N-189: 4-F-Bn, Et, 
S, S), (N-190: 3,4-diCl-Bn, Et, S, S), (N-191: 3,4-diBr-Bn, Et, S, S), (N-192: 
3,4-diF-Bn, Et, S, S), (N-193: 4-Cl-Bz, Et, S, S), (N-194: 3,4-diCl-Bz, Et, S, S), 

10 (N-195: 4-Br-Bz, Et, S, S), (N-196: 3,4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S, 
S), (N-198: 3,4-diF-Bz, Et, S, S), (N-199: 4-N0 2 -Bn, Et, S, S), (N-200: 4-CN-Bn, 
Et, S, S), (N-201: Ph, COOMe, S, S), (N-203: 4-Br-Ph, COOMe, S, S), (N-204: 
4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, S), (N-206: 4-OMe-Ph, 
COOMe, S, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe, 

15 S, S), (N-209: 4-Pen-Ph, COOMe, S, S), (N-210: 4-N0 2 -Ph, COOMe, S, S), (N- 
211: 5-Cl-thiophene-2-yl, COOMe, S, S), (N-212: 3-Thienyl, COOMe, S, S), 
(N-213: 2-Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py, COOMe, 
S, S), (N-216: 3,4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl, COOMe, 
S, S), (N-218: 4-CONH 2 -Ph, COOMe, S, S), (N-219: 4-CON(Me)H-Ph, COOMe, S, 

20 S), (N-220: 4-CON(Me) 2 -Ph, COOMe, S, S), (N-221: 4-iPrOC(=0)-Ph, COOMe, S, 
S), (N-222: 4-nBuOC(=0)-Ph, COOMe, S, S), (N-223: 6-Me-pyridine-3-yl, 
COOMe, S, S), (N-224: Quinoline-3-yl, COOMe, S, S), (N-225: 4-NH 2 -Ph, 
COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4-OH-Ph, COOMe, 
S, S), (N-228: 3,4-di(OH) 2 -Ph, COOMe, S, S), (N-229: 3,4-di(NH 2 )-Ph, COOMe, 

25 S, S), (N-230: 3:4-[N(Ac)H] 2 -Ph, COOMe, S, S), (N-231: 4-SH-Ph, COOMe, S, S), 
(N-232: 4-SMe-Ph, COOMe, S, S), (N-233: 3,4-diBr-Ph, COOMe, S, S), (N-234: 



WO 01/07423 



PCT/JPOO/04909 



4-N(Me)H-Ph, COOMe, S, S), (N-235: 4-N(Me) 2 -Ph, COOMe, S, S), (N-236: 4- 
N(Me) 3 + -Ph, COOMe, S, S), (N-237: 4-Et-Ph, COOMe, S, S), (N-238: 4-iPr-Ph, 
COOMe, S, S), (N-239: 4-nPr-Ph, COOMe, S» S), (N-240: 4-nBu-Ph> COOMe, S, 
S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-diMe-Ph, COOMe, S, S), (N- 
5 243: l,3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridinium-4-yl, 
COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe, S, S), (N-246: 5-Me- 
Pyridine-2-yl, COOMe, S, S), (N-247: 2-Pyrazinyl, COOMe, S, S), (N-248: 3- 
Pyrrolyl, COOMe, S, S), (N-249: l-Me-pyrrole-3-yl, COOMe, S, S), (N-250: 
Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-yl, COOMe, S, 

10 S), (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-pyridine-3-yl, 
COOMe, S, S), (N-254: l-Ac-pyrrole-3-yl, COOMe, S, S), (N-255: 4-CF 3 -Ph, 
COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, S), (N-257: 4-CHO-Ph, COOMe, S, 
S), (N-258: 3-Cl-Ph, COOMe, S, S), (N-259: 3-Br-Ph, COOMe, S, S), (N-260: 3- 
F-Ph, COOMe, S, S), (N-261: 3-I-Ph, COOMe, S, S), (N-262: 4-I-Ph, COOMe, S, 

15 S), (N-263: 4-OCF 3 -Ph, COOMe, S, S), (N-264: 3,4-diI-Ph, COOMe, S, S), (N- 
265: Indole-6-yl, COOMe, S, S), (N-266: l-Ac-indole-6-yl, COOMe, S, S), (N- 
267: l-Me-indole-6-yl, COOMe, S, S), (N-268: 4-(l-Imidazolyl)-Ph, COOMe, S, 
S), (N-269: 4-Morphorino-Ph, COOMe, S, S), (N-270: 4-(l-Piperazinyl)-Ph, 
COOMe, S, S), (N-271: 2:5-diMe-thiophene-3-yl, COOMe, S, S), (N-272: 2-Furyl, 

20 COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, S, S), (N-274: 6-Me-furan-2- 
yl, COOMe, S, S), (N-275: 2-Thiazolyl, COOMe, S, S), (N-276: 1:4- 
Benzodioxin-6-yl, COOMe, S, S), (N-277: Benzo[b]furan-2-yl, COOMe, S, S), 
(N-278: 4-NH 2 CH2-Ph, COOMe, S, S), (N-279: 4-N(Me)HCH 2 -Ph, COOMe, S, S), 
(N-280: 4-N(Me) 2 CH 2 -Ph, COOMe, S, S), (N-281: 6-Cl-pyridine-3-yl, COOMe, S, 

25 S), (N-282: 5,6-diCl-pyridine-3-yl, COOMe, S, S) - , (N-283: 5-Cl-pyridine-2-yl, 
COOMe, S, S), (N-284: 4:5-diCl-pyridine-2-yl, COOMe, S, S), (N-285: 4- 
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CICHa-Bn, COOMe, S, S), (N-286: Bn, COOMe, S, S), (N-287: 4-Cl-Bn, COOMe, 
S, S), (N-288: 4-Br-Bn, COOMe, S, S), (N-289: 4-F-Bn, COOMe, S, S), (N-290: 
3,4-diCl-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn, COOMe, S, S), (N-292: 3,4- 
diF-Bn, COOMe, S, S), (N-293: 4-Cl-Bz, COOMe, S, S), (N-294: 3,4-diCl-Bz, 
5 COOMe, S, S), (N-295: 4-Br-Bz, COOMe, S, S), (N-296: 3,4-diBr-Bz, COOMe, S, 
S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 
4-N0 2 -Bn, COOMe, S, S), (N-300: 4-CN-Bn, COOMe, S, S), (N-302: H, 4-F-Ph, S, 
S), (N-303: H, 4-Br-Ph, S, S), (N-304: H, 4-Me-Ph, S, S), (N-305: H, 4-Ph-Ph, S, 
S), (N-306: H, 4-OMe-Ph, S, S), (N-307: H, 4-tBu-Ph, S, S), (N-308: H, 4- 

10 COOMe-Ph, S, S), (N-309: H, 4-Pen-Ph, S, S), (N-310: H, 4-N0 2 -Ph, S, S), (N- 
311: H, 5-Cl-thiophene-2-yl, S, S), (N-312: H, 3-Thienyl, S, S), (N-313: H, 2-Py, 
S, S), (N-314: H, 3-Py, S, S), (N-315: H, 4-Py, S, S), (N-316: H, 3,4-diF-Ph, S, S), 
(N-317: H, 5-Br-thiophene-2-yl, S, S), (N-318: H, 4-CONH 2 -Ph, S, S), (N-319: H, 
4-CON(Me)H-Ph, S, S), (N-320: H, 4-CON(Me) 2 -Ph, S, S), (N-321: H, 4- 

15 iPrOC(=0)-Ph, S, S), (N-322: H, 4-nBuOC(=0)-Ph, S, S), (N-323: H, 6-Me- 
pyridine-3-yl, S, S), (N-324: H, Quinoline-3-yl, S, S), (N-325: H, 4-NH 2 -Ph, S, 
S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N-327: H, 4-OH-Ph, S, S), (N-328: H, 3,4- 
di(OH) 2 -Ph, S, S), (N-329: H, 3,4-di(NH 2 )-Ph, S, S), (N-330: H, 3:4-[N(Ac)H] 2 - 
Ph, S, S), (N-331: H, 4-SH-Ph, S, S), (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 

20 3,4-diBr-Ph, S, S), (N-334: H, 4-N(Me)H-Ph, S, S), (N-335: H, 4-N(Me) 2 -Ph, S, 
S), (N-336: H, 4-N(Me) 3 + -Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4- 
iPr-Ph, S, S), (N-339: H, 4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph, S, S), (N-341: H, 
4-iBu-Ph, S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N-343: H, l,3-Benzodioxole-5- 
yl, S, S), (N-344: H, N-Me-pyridinium-4-yl, S, S), (N-345: H, N-Me- 

25 pyridinium-3-yl, S, S), (N-346: H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2- 
Pyrazinyl, S, S), (N-348: H, 3-Pyrrolyl, S, S), (N-349: H, l-Me-pyrrole-3-yl, S, 
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S), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S, 
S), (N-352: H, 6-OH-pyridine-3-yl, S, S), (N-353: H, 6-SH-pyridine-3-yl, S, S), 
(N-354: H, l-Ac-pyrrole-3-yl, S, S), (N-355: H, 4-CF 3 -Ph, S, S), (N-356: H, 4- 
CN-Ph, S, S), (N-357: H, 4-CHO-Ph, S, S), (N-358: H, 3-Cl-Ph, S, S), (N-359: H, 
5 3-Br-Ph, S, S), (N-360: H, 3-F-Ph, S, S), (N-361: H, 3-I-Ph, S, S), (N-362: H, 
4-I-Ph, S, S), (N-363: H, 4-OCFa-Ph, S, S), (N-364: H, 3,4-diI-Ph, S, S), (N-365: 
H, Indole-6-yl, S, S), (N-366: H, l-Ac-indole-6-yl, S, S), (N-367: H, 1-Me- 
indole-6-yl, S, S), (N-368: H, 4-(l-Imidazolyl)-Ph, S, S), (N-369: H, 4- 
Morphorino-Ph, S, S), (N-370: H, 4-(l-Piperazinyl)-Ph, S, S), (N-371: H, 2:5- 

10 diMe-thiophene-3-yl, S, S), (N-372: H, 2-Furyl, S, S), (N-373: H, 5-Me-furan- 
2-yl, S, S), (N-374: H, 5-Me-furan-2-yl, S, S), (N-375: H, 2-Thiazolyl, S, S), 
(N-376: H, l:4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S), 
(N-378: H, 4-NH 2 CH 2 -Ph, S, S), (N-379: H, 4-N(Me)HCH 2 -Ph, S, S), (N-380: H, 
4-N(Me) 2 CH 2 -Ph, S, S), (N-381: H, 6-Cl-pyridine-3-yl, S, S), (N-382: H, 5,6- 

15 diCl-pyridine-3-yl, S, S), (N-383: H, 5-Cl-pyridine-2-yl, S, S), (N-384: H, 4:5- 
diCl-pyridine-2-yl, S, S), (N-385: H, 4-ClCH 2 -Bn, S, S), (N-386: H, Bn, S, S), 
(N-387: H, 4-Cl-Bn, S, S), (N-388: H, 4-Br-Bn, S, S), (N-389: H, 4-F-Bn, S, S), 
(N-390: H, 3,4-diCl-Bn, S, S), (N-391: H, 3,4-diBr-Bn, S, S), (N-392: H, 3,4- 
diF-Bn, S, S), (N-393: H, 4-Cl-Bz, S, S), (N-394: H, 3,4-diCl-Bz, S, S), (N-395: H, 

20 4-Br-Bz, S, S), (N-396: H, 3,4-diBr-Bz, S, S), (N-397: H, 4-F-Bz, S, S), (N-398: H, 
3,4-diF-Bz, S, S), (N-399: H, 4-N0 2 -Bn, S, S), (N-400: H, 4-CN-Bn, S, S), (N- 
401: Me, Ph, S, S), (N-402: Me, 4-F-Ph, S, S), (N-403: Me, 4-Br-Ph, S, S), (N- 
404: Me, 4-Me-Ph, S, S), (N-405: Me, 4-Ph-Ph, S, S), (N-406: Me, 4-OMe-Ph, S, 
S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph, S, S), (N-409: Me, 

25 4-Pen-Ph, S, S), (N-410: Me, 4-N0 2 -Ph, S, S), (N-411: Me, 5-Cl-thiophene-2-yl, 
S, S), (N-412: Me, 3-Thienyl, S, S), (N-413: Me, 2-Py, S, S), (N-414: Me, 3-Py, S, 
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S), (N-415: Me, 4-Py, S, S), (N-416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br- 
thiophene-2-yl, S, S), (N-418: Me, 4-CONH 2 -Ph, S, S), (N-419: Me, 4- 
CON(Me)H-Ph, S, S), (N-420: Me, 4-CON(Me) 2 -Ph, S, S), (N-421: Me, 4- 
iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me- 
5 pyridine-3-yl, S, S), (N-424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4-NH 2 -Ph, S, 
S), (N-426: Me, 4-N(Ac)H-Ph, S, S), (N-427: Me, 4-OH-Ph, S, S), (N-428: Me, 
3,4-di(OH) 2 -Ph, S, S), (N-429: Me, 3,4-di(NH 2 )-Ph, S, S), (N-430: Me, 3:4- 
[N(Ac)H] 2 -Ph, S, S), (N-431: Me, 4-SH-Ph, S, S), (N-432: Me, 4-SMe-Ph, S, S), 
(N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H-Ph, S, S), (N-435: Me, 

10 4-N(Me) 2 -Ph, S, S), (N-436: Me, 4-N(Me) 3 + -Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), 
(N-438: Me, 4-iPr-Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu-Ph, 
S, S), (N-441: Me, 4-iBu-Ph, S, S), (N-442: Me, 3,4-diMe-Ph, S, S), (N-443: Me, 
l,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4-yl, S, S), (N-445: 
Me, N-Me-pyridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N- 

15 447: Me, 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, S), (N-449: Me, 1-Me- 
pyrrole-3-yl, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451: Me, 
Pyridine N-oxide-3-yl, S, S), (N-452: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me, 
6-SH-pyridine-3-yl, S, S), (N-454: Me, l-Ac-pyrrole-3-yl, S, S), (N-455: Me, 4- 
CFs-Ph, S, S), (N-456: Me, 4-CN-Ph, S, S), (N-457: Me, 4-CHO-Ph, S, S), (N- 

20 458: Me, 3-Cl-Ph, S, S), (N-459: Me, 3-Br-Ph, S, S), (N-460: Me, 3-F-Ph, S, S), 
(N-461: Me, 3-I-Ph, S, S), (N-462: Me, 4-I-Ph, S, S), (N-463: Me, 4-OCF 3 -Ph, S, 
S), (N-464: Me, 3,4-diI-Ph, S, S), (N-465: Me, Indole-6-yl, S, S), (N-466: Me, 

1- Ac-indole-6-yl, S, S), (N-467: Me, l-Me-indole-6-yl, S, S), (N-468: Me, 4-(l- 
Imidazolyl)-Ph, S, S), (N-469: Me, 4-Morphorino-Ph, S, S), (N-470: Me, 4-(l- 

25 Piperazinyl)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 

2- Furyl, S, S), (N-473: Me, 5-Me-furan-2-yl, S, S), (N-474: Me, 5-Me-furan-2- 
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yl, S, S), (N-475: Me, 2-Thiazolyl, S, S), (N-476: Me, l:4-Benzodioxin-6-yl, S, S), 
(N-477: Me, Benzo[b]furan-2-yl, S, S), (N-478: Me, 4-NH 2 CH 2 -Ph, S, S), (N-479: 
Me, 4-N(Me)HCH 2 -Ph, S, S), (N-480: Me, 4-N(Me) 2 CH 2 -Ph, S, S), (N-481: Me, 
6-Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483: Me, 
5 5-Cl-pyridine-2-yl, S, S), (N-484: Me, 4:5-diCl-pyridine-2-yl, S, S), (N-485: Me, 
4-ClCH 2 -Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-Cl-Bn, S, S), (N-488: 
Me, 4-Br-Bn, S, S), (N-489: Me, 4-F-Bn, S, S), (N-490: Me, 3,4-diCl-Bn, S, S), 
(N-491: Me, 3,4-diBr-Bn, S, S), (N-492: Me, 3,4-diF-Bn, S, S), (N-493: Me, 4- 
Cl-Bz, S, S), (N-494: Me, 3,4-diCl-Bz, S, S), (N-495: Me, 4-Br-Bz, S, S), (N-496: 

10 Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-F-Bz, S, S), (N-498: Me, 3,4-diF-Bz, S, S), 
(N-499: Me, 4-N0 2 -Bn, S, S), (N-500: Me, 4-CN-Bn, S, S), (N-501: Et, Ph, S, S), 
(N-502: Et, 4-F-Ph, S, S), (N-503: Et, 4-Br-Ph, S, S), (N-504: Et, 4-Me-Ph, S, S), 
(N-505: Et, 4-Ph-Ph, S, S), (N-506: Et, 4-OMe-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, 
S), (N-508: Et, 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S), (N-510: Et, 4- 

15 N0 2 -Ph, S, S), (N-511: Et, 5-Cl-thiophene-2-yl, S, S), (N-512: Et, 3-Thienyl, S, 
S), (N-513: Et, 2-Py, S, S), (N-514: Et, 3-Py, S, S), (N-515: Et, 4-Py, S, S), (N- 
516: Et, 3,4-diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S), (N-518: Et, 
4-CONH 2 -Ph, S, S), (N-519: Et, 4-CON(Me)H-Ph, S, S), (N-520: Et, 4- 
CON(Me) 2 -Ph, S, S), (N-521: Et, 4-iPrOC(=0)-Ph, S, S), (N-522: Et, 4- 

20 nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S, S), (N-524: Et, 
Quinoline-3-yl, S, S), (N-525: Et, 4-NH 2 -Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S, 
S), (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH) 2 -Ph, S, S), (N-529: Et, 
3,4-di(NH 2 )-P.h, S, S), (N-530: Et, 3:4-[N(Ac)H] 2 -Ph, S, S), (N-531: Et, 4-SH-Ph, 
S, S), (N-532: Et, 4-SMe-Ph, S, S), (N-533: Et, 3,4-diBr-Ph, S, S), (N-534: Et, 

25 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me) 2 -Ph, S, S), (N-536: Et, 4-N(Me) 3 + -Ph, 
S, S), (N-537: Et, 4-Et-Ph, S, S), (N-538: Et, 4-iPr-Ph, S, S), (N-539: Et, 4- 
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nPr-Ph, S, S), (N-540: Et, 4-nBu-Ph, S, S), (N-541: Et, 4-iBu-Ph, S, S), (N-542: 
Et, 3,4-diMe-Ph, S, S), (N-543: Et, l,3-Benzodioxole-5-yl, S, S), (N-544: Et, 
N-Me-pyridinium-4-yl, S, S), (N-545: Et, N-Me-pyridinium-3-yl, S, S), (N-546: 
Et, 5-Me-Pyridine-2-yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3- 
5 Pyrrolyl, S, S), (N-549: Et, l-Me-pyrrole-3-yl, S, S), (N-550: Et, Pyridine N- 
oxide-4-yl, S, S), (N-551: Et, Pyridine N-oxide-3-yl, S, S), (N-552: Et, 6-OH- 
pyridine-3-yl, S, S), (N-553: Et, 6-SH-pyridine-3-yl, S, S), (N-554: Et, 1-Ac- 
pyrrole-3-yl, S, S), (N-555: Et, 4-CF 3 -Ph, S, S), (N-556: Et, 4-CN-Ph, S, S), 
(N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl-Ph, S, S), (N-559: Et, 3-Br-Ph, S, 

10 S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-I-Ph, S, S), (N-562: Et, 4-I-Ph, S, S), 
(N-563: Et, 4-0CF 3 -Ph, S, S), (N-564: Et, 3,4-diI-Ph, S, S), (N-565: Et, Indole- 
6-yl, S, S), (N-566: Et, l-Ac-indole-6-yl, S, S), (N-567: Et, l-Me-indole-6-yl, S, 
S), (N-568: Et, 4-(l-Imidazolyl)-Ph, S, S), (N-569: Et, 4-Morphorino-Ph, S, S), 
(N-570: Et, 4-(l-Piperazinyl)-Ph, S, S), (N-571: Et, 2:5-diMe-thiophene-3-yl, S, 

15 S), (N-572: Et, 2-Furyl, S, S), (N-573: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 
5-Me-furan-2-yl, S, S), (N-475: Et, 2-Thiazolyl, S, S), (N-576: Et, 1:4- 
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4- 
NH 2 CH 2 -Ph, S, S), (N-579: Et, 4-N(Me)HCH 2 -Ph, S, S), (N-580: Et, 4- 
N(Me) 2 CH 2 -Ph, S, S), (N-581: Et, 6:Cl-pyridine-3-yl, S, S), (N-582: Et, 5,6- 

20 diCl-pyridine-3-yl, S, S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et, 
4:5-diCl-pyridine-2-yl, S, S), (N-585: Et, 4-ClCH 2 -Bn, S, S), (N-586: Et, Bn, S, 
S), (N-587: Et, 4-Cl-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: Et, 4-F-Bn, S, 
S), (N-590: Et, 3,4-diCl-Bn, S, S), (N-591: Et, 3,4-diBr-Bn, S, S), (N-592: Et, 
3,4-diF-Bn, S, S), (N-593: Et, 4-Cl-Bz, S, S), (N-594: Et, 3,4-diCl-Bz, S, S), 

25 (N-595: Et, 4-Br-Bz, S, S), (N-596: Et, 3,4-diBr-Bz, S, S), (N-597: Et, 4-F-Bz, S, 
S), (N-598: Et, 3,4-diF-Bz, S, S), (N-599: Et, 4-N0 2 -Bn, S, S), (N-600: Et, 4- 
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CN-Bn, S, S), (N-601: COOMe, Ph, S, S), (N-602: COOMe, 4-F-Ph, S, S), (N-603: 
COOMe, 4-Br-Ph, S, S), (N-604: COOMe, 4-Me-Ph, S, S), (N-605: COOMe, 4- 
Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4-tBu-Ph, S, 
S), (N-608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Ph, S, S), (N- 
5 510: COOMe, 4-N0 2 -Ph, S, S), (N-611: COOMe, 5-Cl-thiophene-2-yl, S, S), 
(N-612: COOMe, 3-Thienyl, S, S), (N-513: COOMe, 2-Py, S, S), (N-614: COOMe, 
3-Py, S, S), (N-615: COOMe, 4-Py, S, S), (N-616: COOMe, 3,4-diF-Ph, S, S), 
(N-617: COOMe, 5-Br-thiophene-2-yl, S, S), (N-618: COOMe, 4-CONH 2 -Ph, S, 
S), (N-619: COOMe, 4-CON(Me)H-Ph, S, S), (N-620: COOMe, 4-CON(Me) 2 -Ph, 

10 S, S), (N-621: COOMe, 4-iPrOC(=0)-Ph, S, S), (N-622: COOMe, 4- 
nBuOC(=0)-Ph, S, S), (N-623: COOMe, 6-Me-pyridine-3-yl, S, S), (N-624: 
COOMe, Quinoline-3-yl, S, S), (N-625: COOMe, 4-NHa-Ph, S, S), (N-626: 
COOMe, 4-N(Ac)H-Ph, S, S), (N-627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe, 
3,4-di(OH) 2 -Ph, S, S), (N-629: COOMe, 3,4-di(NH 2 )-Ph, S, S), (N-630: COOMe, 

15 3:4-[N(Ac)H] 2 -Ph, S, S), (N-631: COOMe, 4-SH-Ph, S, S), (N-632: COOMe, 4- 
SMe-Ph, S, S), (N-633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4- 
N(Me)H-Ph, S, S), (N-635: COOMe, 4-N(Me) 2 -Ph, S, S), (N-636: COOMe, 4- 
N(Me) 3 + -Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S, 
S), (N-639: COOMe, 4-nPr-Ph, S, S), (N-640: COOMe, 4-nBu-Ph, S, S), (N-641: 

20 COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3,4-diMe-Ph, S, S), (N-643: COOMe, 
l,3-Benzodioxole-5-yl, S, S), (N-644: COOMe, N-Me-pyridinium-4-yl, S, S), 
(N-645: COOMe, N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me- 
Pyridine-2-yl, S, S), (N-647: COOMe, 2-Pyrazinyl, S, S), (N-648: COOMe, 3- 
Pyrrolyl, S, S), (N-649: COOMe, l-Me-pyrrole-3-yl, S, S), (N-650: COOMe, 

25 Pyridine N-oxide-4-yl, S, S), (N-651: COOMe, Pyridine N-oxide-3-yl, S, S), 
(N-652: COOMe, 6-OH-pyridine-3-yl, S, S), (N-653: COOMe, 6-SH-pyridine-3- 
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yl, S, S), (N-654: COOMe, l-Ac-pyrrole-3-yl, S, S), (N-655: COOMe, 4-CF 3 -Ph, S, 
S), (N-656: COOMe, 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph, S, S), (N-658: 
COOMe, 3-Cl-Ph, S, S), (N-659: COOMe, 3-Br-Ph, S, S), (N-660: COOMe, 3-F- 
Ph, S, S), (N-661: COOMe, 3-I-Ph, S, S), (N-662: COOMe, 4-I-Ph, S, S), (N-663: 
5 COOMe, 4-OCF 3 -Ph, S, S), (N-664: COOMe, 3,4-diI-Ph, S, S), (N-665: COOMe, 
Indole-6-yl, S, S), (N-666: COOMe, l-Ac-indole-6-yl, S, S), (N-667: COOMe, 1- 
Me-indole-6-yl, S, S), (N-668: COOMe, 4-(l-Imidazolyl)-Ph, S, S), (N-669: 
COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(l-Piperazinyl)-Ph, S, S), 
(N-671: COOMe, 2:5-diMe-thiophene-3-yl, S, S), (N-672: COOMe, 2-Furyl, S, S), 

10 (N-673: COOMe, 5-Me-furan-2-yl, S, S), (N-674: COOMe, 5-Me-furan-2-yl, S, S), 
(N-675: COOMe, 2-Thiazolyl, S, S), (N-676: COOMe, l:4-Benzodioxin-6-yl, S, 
S), (N-577: COOMe, Benzo[b]furan-2.yl, S, S), (N-678: COOMe, 4-NH 2 CH 2 -Ph, 
S, S), (N-679: COOMe, 4-N(Me)HCH 2 -Ph, S, S), (N-680: COOMe, 4- 
N(Me) 2 CH 2 -Ph, S, S), (N-681: COOMe, 6-Cl-pyridine-3-yl, S, S), (N-682: 

15 COOMe, 5,6-diCl-pyridine-3-yl, S, S), (N-683: COOMe, 5-Cl-pyridine-2-yl, S, 
S), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-ClCH 2 -Bn, 
S, S), (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-Cl-Bn, S, S), (N-688: 
COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 4-F-Bn, S, S), (N-690: COOMe, 3,4- 
diCl-Bn, S, S), (N-691: COOMe, 3,4-diBr-Bn, S, S), (N-692: COOMe, 3,4-diF-Bn, 

20 S, S), (N-693: COOMe, 4-Cl-Bz, S, S), (N-694: COOMe, 3,4-diCl-Bz, S, S), (N- 
695: COOMe, 4-Br-Bz, S, S), (N-696: COOMe, 3,4-diBr-Bz, S, S), (N-697: 
COOMe, 4-F-Bz, S, S), (N-698: COOMe, 3,4-diF-Bz, S, S), (N-699: COOMe, 4- 
N0 2 -Bn, S, S), (N-700: COOMe, 4-CN-Bn, S, S), (N-701: Ph, H, O, S), (N-702: 
4-F-Ph, H, O, S), (N-703: 4-Br-Ph, H, O, S), (N-704: 4-Me-Ph, H, O, S), (N-705: 

25 4-Ph-Ph, H, O, S), (N-706: 4-OMe-Ph, H, O, S), (N-707: 4-tBu-Ph, H, O, S), 
(N-708: 4-COOMe-Ph, H, O, S), (N-709: 4-Pen-Ph, H, O, S), (N-710: 4-N0 2 -Ph, 



WO 01/07423 



PCT/JP00/04909 



H, O, S), (N-711: 5-Cl-thiophene-2-yl, H, O, S), (N-712: 3-Thienyl, H, O, S), 
(N-713: 2-Py, H, O, S), (N-714: 3-Py, H, O, S), (N-715: 4-Py, H, O, S), (N-716: 
3,4-diF-Ph, H, O, S), (N-717: 5-Br.thiophene-2-yl, H, O, S), (N-718: 4-CONHa- 
Ph, H, O, S), (N-719: 4-C0N(Me)H-Ph, H, 0, S), (N-720: 4-CON(Me) 2 -Ph, H, O, 
5 S), (N-721: 4-iPrOC(=0)-Ph, H, O, S), (N-722: 4-nBuOC(=0)-Ph, H, O, S), (N- 
723: 6-Me-pyridine-3-yl, H, O, S), (N-724: Quinoline-3-yl, H, O, S), (N-725: 4- 
NH 2 -Ph, H, O, S), (N-726: 4-N(Ac)H-Ph, H, O, S), (N-727: 4-OH-Ph, H, O, S), 
(N-728: 3,4-di(OH) 2 -Ph, H, O, S), (N-729: 3,4-di(NH 2 )-Ph, H, O, S), (N-730: 
3:4-[N(Ac)H] 2 -Ph, H, O, S), (N-731: 4-SH-Ph, H, O, S), (N-732: 4-SMe-Ph, H, O, 

10 S), (N-733: 3,4-diBr-Ph, H, O, S), (N-734: 4-N(Me)H-Ph, H, O, S), (N-735: 4- 
N(Me) 2 -Ph, H, O, S), (N-736: 4-N(Me) 3 + -Ph, H, O, S), (N-737: 4-Et-Ph, H, O, S), 
(N-738: 4-iPr-Ph, H, O, S), (N-739: 4-nPr-Ph, H, O, S), (N-740: 4-nBu-Ph, H, O, 
S), (N-741: 4-iBu-Ph, H, O, S), (N-742: 3,4-diMe-Ph, H, O, S), (N-743: 1,3- 
Benzodioxole-5-yl, H, O, S), (N-744: N-Me-pyridinium-4-yl, H, O, S), (N-745: 

15 N-Me-pyridinium-3-yl, H, O, S), (N-746: 5-Me-Pyridine-2-yl, H, O, S), (N-747: 
2-Pyrazinyl, H, O, S), (N-748: 3-Pyrrolyl, H, O, S), (N-749: l-Me-pyrrole-3-yl, 
H, O, S), (N-750: Pyridine N-oxide-4-yl, H, O, S), (N-751: Pyridine N-oxide-3- 
yl, H, O, S), (N-752: 6-OH-pyridine-3-yl, H, O, S), (N-753: 6-SH-pyridine-3-yl, 
H, O, S), (N-754: l-Ac-pyrrole-3-yl, H, O, S), (N-755: 4-CF 3 -Ph, H, O, S), (N- 

20 756: 4-CN-Ph, H, O, S), (N-757: 4-CHO-Ph, H, O, S), (N-758: 3-Cl-Ph, H, O, S), 
(N-759: 3-Br-Ph, H, O, S), (N-760: 3-F-Ph, H, O, S), (N-761: 3-I-Ph, H, O, S), 
(N-762: 4-I-Ph, H, O, S), (N-763: 4-OCF 3 -Ph, H, O, S), (N-764: 3,4-diI-Ph, H, O, 
S), (N-765: Indole-6-yl, H, O, S), (N-766: l-Ac-indole-6-yl, H, O, S), (N-767: 1- 
Me-indole-6-yl, H, O, S), (N-768: 4-(l-Imidazolyl)-Ph, H, 0, S), (N-769: 4- 

25 Morphorino-Ph, H, O, S), (N-770: 4-(l-Piperazinyl)-Ph, H, O, S), (N-771: 2:5- 
diMe-thiophene-3-yl, H, O, S), (N-772: 2-Furyl, H, O, S), (N-773: 5-Me-furan- 
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2-yl, H, 0, S), (N-774: 5-Me-furan-2-yl, H, 0, S), (N-775: 2-ThiazoIyl, H, O, S), 
(N-776: l:4-Benzodioxin-6-yl, H, O, S), (N-777: Benzo[b]furan-2-yl, H, O, S), 
(N-778: 4-NH 2 CH 2 -Ph, H, O, S), (N-779: 4-N(Me)HCH 2 -Ph, H, O, S), (N-780: 
4-N(Me)2CH 2 -Ph, H, O, S), (N-781: 6-Cl-pyridine-3-yl, H, O, S), (N-782: 5,6- 
5 diCl-pyridine-3-yl, H, O, S), (N-783: 5-Cl-pyridine-2-yl, H, O, S), (N-784: 4:5- 
diCl-pyridine-2-yl, H, O, S), (N-785: 4-ClCH 2 -Bn, H, O, S), (N-786: Bn, H, 0, S), 
(N-787: 4-Cl-Bn, H, O, S), (N-788: 4-Br-Bn, H, O, S), (N-789: 4-F-Bn, H, O, S), 
(N-790: 3,4-diCl-Bn, H, O, S), (N-791: 3,4-diBr-Bn, H, O, S), (N-792: 3,4-diF- 
Bn, H, O, S), (N-793: 4-Cl-Bz, H, O, S), (N-794: 3,4-diCl-Bz, H, O, S), (N-795: 

10 4-Br-Bz, H, O, S), (N-796: 3,4-diBr-Bz, H, O, S), (N-797: 4-F-Bz, H, O, S), (N- 
798: 3,4-diF-Bz, H, O, S), (N-799: 4-N0 2 -Bn, H, O, S), (N-800: 4-CN-Bn, H, O, 
S), (N-801: Ph, Me, O, S), (N-802: 4-F-Ph, Me, O, S), (N-803: 4-Br-Ph, Me, O, S), 
(N-804: 4-Me-Ph, Me, O, S), (N-805: 4-Ph-Ph, Me, O, S), (N-806: 4-OMe-Ph, Me, 
O, S), (N-807: 4-tBu-Ph, Me, O, S), (N-808: 4-COOMe-Ph, Me, O, S), (N-809: 

15 4-Pen-Ph, Me, O, S), (N-810: 4-N0 2 -Ph, Me, O, S), (N-811: 5-Cl-thiophene-2-yl, 
Me, O, S), (N-812: 3-Thienyl, Me, O, S), (N-813: 2-Py, Me, O, S), (N-814: 3-Py, 
Me, O, S), (N-815: 4-Py, Me, O, S), (N-816: 3,4-diF-Ph, Me, O, S), (N-817: 5- 
Br-thiophene-2-yl, Me, O, S), (N-818: 4-CONH 2 -Ph, Me, O, S), (N-819: 4- 
CON(Me)H-Ph, Me, O, S), (N-820: 4-CON(Me) 2 -Ph, Me, O, S), (N-821: 4- 

20 iPrOC(=0)-Ph, Me, O, S), (N-822: 4-nBuOC(=0)-Ph, Me, O, S), (N-823: 6-Me- 
pyridine-3-yl, Me, O, S), (N-824: Quinoline-3-yl, Me, O, S), (N-825: 4-NH 2 -Ph, 
Me, O, S), (N-826: 4-N(Ac)H-Ph, Me, O, S), (N-827: 4-OH-Ph, Me, O, S), (N-828: 
3,4-di(OH) 2 -Ph, Me, O, S), (N-829: 3,4-di(NH 2 )-Ph, Me, O, S), (N-830: 3:4- 
[N(Ac)H] 2 -Ph, Me, O, S), (N-831: 4-SH-Ph, Me, O, S), (N-832: 4-SMe-Ph, Me, O, 

25 S), (N-833: 3,4-diBr-Ph, Me, O, S), (N-834: 4-N(Me)H-Ph, Me, O, S), (N-835: 
4-N(Me) 2 -Ph, Me, O, S), (N-836: 4-N(Me) 3 + -Ph, Me, O, S), (N-837: 4-Et-Ph, Me, 



WO 01/07423 



PCT/JP00/04909 



O, S), (N-838: 4-iPr-Ph, Me, O, S), (N-839: 4-nPr-Ph, Me, O, S), (N-840: 4- 
nBu-Ph, Me, O, S), (N-841: 4-iBu-Ph, Me, O, S), (N-842: 3,4-diMe-Ph, Me, O, S), 
(N-843: l,3-Benzodioxole-5-yl, Me, O, S), (N-844: N-Me-pyridinium-4-yl, Me, O, 
S), (N-845: N-Me-pyridinium-3-yl, Me, O, S), (N-846: 5-Me-Pyridine-2-yl, Me, 
5 O, S), (N-847: 2-Pyrazinyl, Me, O, S), (N-848: 3-Pyrrolyl, Me, O, S), (N-849: 
l-Me-pyrrole-3-yl, Me, O, S), (N-850: Pyridine N-oxide-4-yl, Me, O, S), (N-851: 
Pyridine N-oxide-3-yl, Me, O, S), (N-852: 6-OH-pyridine-3-yl, Me, O, S), (N- 
■ 853: 6-SH-pyridine-3-yl, Me, O, S), (N-854: l-Ac-pyrrole-3-yl, Me, O, S), (N- 
855: 4-CFa-Ph, Me, O, S), (N-856: 4-CN-Ph, Me, O, S), (N-857: 4-CHO-Ph, Me, O, 
10 S), (N-858: 3-Cl-Ph, Me, O, S), (N-859: 3-Br-Ph, Me, O, S), (N-860: 3-F-Ph, Me, 
O, S), (N-861: 3-I-Ph, Me, O, S), (N-862: 4-I-Ph, Me, O, S), (N-863: 4-OCF 3 -Ph, 
Me, O, S), (N-864: 3,4-diI-Ph, Me, O, S), (N-865: Indole-6-yl, Me, O, S), (N-866: 

1- Ac-indole-6-yl, Me, O, S), (N-867: l-Me-indole-6-yl, Me, O, S), (N-868: 4-(l- 
Imidazolyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-(l- 

15 Piperazinyl)-Ph, Me, O, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, O, S), (N-872: 

2- Furyl, Me, O, S), (N-873: 5-Me-furan-2-yl, Me, O, S), (N-874: 5-Me-furan-2- 
yl, Me, O, S), (N-875: 2-Thiazolyl, Me, O, S), (N-876: l:4-Benzodioxin-6-yl, Me, 
O, S), (N-877: Benzo[b]furan-2-yl, Me, O, S), (N-878: 4-NH 2 CH 2 -Ph, Me, O, S), 
(N-879: 4-N(Me)HCH 2 -Ph, Me, O, S), (N-880: 4-N(Me) 2 CH 2 -Ph, Me, O, S), (N- 

20 881: 6-Cl-pyridine-3-yl, Me, O, S), (N-882: 5,6-diCl-pyridine-3-yl, Me, O, S), 
(N-883: 5-Cl-pyridine-2-yl, Me, O, S), (N-884: 4:5-diCl-pyridine-2-yl, Me, O, S), 
(N-885: 4-ClCH 2 -Bn, Me, O, S), (N-886: Bn, Me, O, S), (N-887: 4-Cl-Bn, Me, O, 
S), (N-888: 4-Br-Bn, Me, O, S), (N-889: 4-F-Bn, Me, O, S), (N-890: 3,4-diCl-Bn, 
Me, O, S), (N-891: 3,4-diBr-Bn, Me, O, S), (N-892: 3,4-diF-Bn, Me, O, S), (N- 

25 893: 4-Cl-Bz, Me, O, S), (N-894: 3,4-diCl-Bz, Me, O, S), (N-895: 4-Br-Bz, Me, O, 
S), (N-896: 3,4-diBr-Bz, Me, O, S), (N-897: 4-F-Bz, Me, O, S), (N-898: 3,4-diF- 
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Bz, Me, O, S), (N-899: 4-N0 2 -Bn, Me, O, S), (N-900: 4-CN-Bn, Me, 0, S), (N-901: 
Ph, Et, O, S), (N-902: 4-F-Ph, Et, O, S), (N-903: 4-Br-Ph, Et, O, S), (N-904: 4- 
Me-Ph, Et, O, S), (N-905: 4-Ph-Ph, Et, O, S), (N-906: 4-OMe-Ph, Et, O, S), (N- 
907: 4-tBu-Ph, Et, O, S), (N-908: 4-COOMe-Ph, Et, O, S), (N-909: 4-Pen-Ph, Et, 
5 O, S), (N-910: 4-N0 2 -Ph, Et, O, S), (N-911: 5-Cl.thiophene-2-yl, Et, O, S), (N- 
912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, O, S), (N-914: 3-Py, Et, O, S), (N- 
915: 4-Py, Et, O, S), (N-916: 3,4-diF-Ph, Et, O, S), (N-917: 5-Br-thiophene-2-yl, 
Et, O, S), (N-918: 4-CONH 2 -Ph, Et, O, S), (N-919: 4-CON(Me)H-Ph, Et, O, S), 
(N-920: 4-CON(Me) 2 -Ph, Et, O, S), (N-921: 4-iPrOC(=0)-Ph, Et, O, S), (N-922: 

10 4-nBuOC(=0)-Ph, Et, O, S), (N-923: 6-Me-pyridine-3-yl, Et, O, S), (N-924: 
Quinoline-3-yl, Et, O, S), (N-925: 4-NH 2 -Ph, Et, O, S), (N-926: 4-N(Ac)H-Ph, Et, 
O, S), (N-927: 4-OH-Ph, Et, O, S), (N-928: 3,4-di(OH) 2 -Ph, Et, O, S), (N-929: 
3,4-di(NH 2 )-Ph, Et, O, S), (N-930: 3:4-[N(Ac)H] 2 -Ph, Et, O, S), (N-931: 4-SH- 
Ph, Et, O, S), (N-932: 4-SMe-Ph, Et, O, S), (N-933: 3,4-diBr-Ph, Et, O, S), (N- 

15 934: 4-N(Me)H-Ph, Et, O, S), (N-935: 4-N(Me) 2 -Ph, Et, O, S), (N-936: 4- 
N(Me) 3 + -Ph, Et, O, S), (N-937: 4-Et-Ph, Et, O, S), (N-938: 4-iPr-Ph, Et, O, S), 
(N-939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, Et, O, S), (N-941: 4-iBu-Ph, Et, 
O, S), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: l,3-Benzodioxole-5-yl, Et, O, S), 
(N-944: N-Me-pyridinium-4-yl, Et, O, S), (N-945: N-Me-pyridinium-3-yl, Et, O, 

20 S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), (N-947: 2-Pyrazinyl, Et, O, S), (N- 
948: 3-Pyrrolyl, Et, O, S), (N-949: l-Me-pyrrole-3-yl, Et, O, S), (N-950: 
Pyridine N-oxide-4-yl, Et, O, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N- 
952: 6-OH-pyridine-3ryl, Et, O, S), (N-953: 6-SH-pyridine-3-yl, Et, O, S), (N- 
954: l-Ac-pyrrole-3-yl, Et, O, S), (N-955: 4-CFa-Ph, Et, O, S), (N-956: 4-CN-Ph, 

25 Et, O, S), (N-957: 4-CHO-Ph, Et, O, S), (N-958: 3-Cl-Ph, Et, O, S), (N-959: 3- 
Br-Ph, Et, O, S), (N-960: 3-F-Ph, Et, O, S), (N-961: 3-I-Ph, Et, O, S), (N-962: 



89 
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4-I-Ph, Et, 0, S), (N-963: 4-OCF 3 -Ph, Et, O, S), (N-9.64: 3,4-diI-Ph, Et, O, S), 
(N-965: Indole-6-yl, Et, O, S), (N-966: l-Ac-indole-6-yl, Et, O, S), (N-967: 1- 
Me-indole-6-yl, Et, O, S), (N-968: 4-(l-Imidazolyl)-Ph, Et, O, S), (N-969: 4- 
Morphorino-Ph, Et, O, S), (N-970: 4-(l-Piperazinyl)-Ph, Et, O, S), (N-971: 
5 2:5-diMe-thiophene-3-yl, Et, O, S), (N-972: 2-Furyl, Et, O, S), (N-973: 5-Me- 
furan-2-yl, Et, O, S), (N-974: 5-Me-furan-2-yl, Et, O, S), (N-975: 2-Thiazolyl, Et, 
O, S), (N-976: l:4-Benzodioxin-6-yl, Et, O, S), (N-977: Benzo[b]furan-2-yl, Et, 
O, S), (N-978: 4-NH 2 CH 2 -Ph, Et, O, S), (N-979: 4-N(Me)HCH 2 -Ph, Et, O, S), 
(N-980: 4-N(Me) 2 CH 2 -Ph, Et, O, S), (N-981: 6-Cl-pyridine-3-yl, Et, O, S), (N- 

10 982: 5,6-diCl-pyridine-3-yl, Et, O, S), (N-983: 5-Cl-pyridine-2-yl, Et, O, S), 
(N-984: 4:5-diCl-pyridine-2-yl, Et, O, S), (N-985: 4-ClCH 2 -Bn, Et, O, S), (N- 
986: Bn, Et, O, S), (N-987: 4-Cl-Bn, Et, O, S), (N-988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, O, S), (N-990: 3,4-diCl-Bn, Et, O, S), (N-991: 3.4-diBr-Bn, Et, 
O, S), (N-992: 3,4-diF-Bn, Et, O, S), (N-993: 4-Cl-Bz, Et, O, S), (N-994: 3,4- 

15 diCl-Bz, Et, O, S), (N-995: 4-Br-Bz, Et, O, S), (N-996: 3,4-diBr-Bz, Et, O, S), 
(N-997: 4-F-Bz, Et, O, S), (N-998: 3,4-diF-Bz, Et, O, S), (N-999: 4-N0 2 -Bn, Et, O, 
S), (N-1000: 4-CN-Bn, Et, O, S), (N-1001: Ph, COOMe, O, S), (N-1002: 4-F-Ph, 
COOMe, O, S), (N-1003: 4-Br-Ph, COOMe, O, S), (N-1004: 4-Me-Ph, COOMe, O, 
S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006: 4-OMe-Ph, COOMe, O, S), (N- 

20 1007: 4-tBu-Ph, COOMe, O, S), (N-1008: 4-COOMe-Ph, COOMe, O, S), (N-1009: 
4-Pen-Ph, COOMe, O, S), (N-1010: 4-N0 2 -Ph, COOMe, O, S), (N-1011: 5-C1- 
thiophene-2-yl, COOMe, p, S), (N-1012: 3-Thienyl, COOMe, O, S), (N-1013: 
2-Py, COOMe, O, S), (N-1014: 3-Py, COOMe, O, S), (N-1015: 4-Py, COOMe, O, 
S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br-thiophene-2-yl, COOMe, 

25 O, S), (N-1018: 4-CONH 2 -Ph, COOMe, O, S), (N-1019: 4-CON(Me)H-Ph, 
COOMe, O, S), (N-1020: 4-CON(Me) 2 -Ph, COOMe, O, S), (N-1021: 4- 
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iPrOC(=0)-Ph, COOMe, O, S), (N-1022: 4-nBuOC(=0)-Ph, COOMe, O, S), (N- 
1023: 6-Me-pyridine-3-yl, COOMe, O, S), (N-1024: Quinoline-3-yl, COOMe, O, 
S), (N-1025: 4-NH 2 -Ph, COOMe, O, S), (N-1026: 4-N(Ac)H-Ph, COOMe, O, S), 
(N-1027: 4-OH-Ph, COOMe, O, S), (N-1028: 3,4-di(OH) 2 -Ph, COOMe, O, S), 
5 (N-1029: 3,4-di(NH 2 )-Ph, COOMe, O, S), (N-1030: 3:4-[N(Ac)H] 2 -Ph, COOMe, O, 
S), (N-1031: 4-SH-Ph, COOMe, O, S), (N-1032: 4-SMe-Ph, COOMe, O, S), (N- 
1033: 3,4-diBr-Ph, COOMe, O, S), (N-1034: 4-N(Me)H-Ph, COOMe, O, S), (N- 
1035: 4-N(Me) 2 -Ph, COOMe, O, S), (N-1036: 4-N(Me)a+-Ph, COOMe, O, S), (N- 
1037: 4-Et-Ph, COOMe, O, S), (N-1038: 4-iPr-Ph, COOMe, O, S), (N-1039: 4- 

10 nPr-Ph, COOMe, O, S), (N-1040: 4-nBu.Phi COOMe, O, S), (N-1041: 4-iBu-Ph, 
COOMe, O, S), (N-1042: 3,4-diMe-Ph, COOMe, O, S), (N-1043: 1,3- 
Benzodioxole-5-yl, COOMe, O, S), (N-1044: N-Me-pyridinium-4-yl, COOMe, O, 
S), (N-1045: N-Me-pyridinium-3-yl, COOMe, O, S), (N-1046: 5-Me-Pyridine-2- 
yl, COOMe, O, S), (N-1047: 2-Pyrazinyl, COOMe, O, S), (N-1048: 3-Pyrrolyl, 

15 COOMe, O, S), (N-1049: l-Me-pyrrole-3-yl, COOMe, O, S), (N-1050: Pyridine 
N-oxide-4-yl, COOMe, O, S), (N-1051: Pyridine N-oxide-3-yl, COOMe, O, S), 
(N-1052: 6-OH-pyridine-3-yl, COOMe, O, S), (N-1053: 6-SH-pyridine-3-yl, 
COOMe, O, S), (N-1054: l-Ac-pyrrole-3-yl, COOMe, O, S), (N-1055: 4-CF 3 -Ph, 
COOMe, O, S), (N-1056: 4-CN-Ph, COOMe, O, S), (N-1057: 4-CHO-Ph, COOMe, 

20 O, S), (N-1058: 3-Cl-Ph, COOMe, O, S), (N-1059: 3-Br-Ph, COOMe, O, S), (N- 
1060: 3-F-Ph, COOMe, O, S), (N-1061: 3-I-Ph, COOMe, O, S), (N-1062: 4-I-Ph, 
COOMe, O, S), (N-1063: 4-OCF 3 -Ph, COOMe, O, S), (N-1064: 3,4-diI-Ph, 
COOMe, O, S), (N-1065: Indole-6-yl, COOMe, O, S), (N-1066: l-Ac-indole-6-yl, 
COOMe, O, S), (N-1067: l-Me-indole-6-yl, COOMe, O, S), (N-1068: 4-(l- 

25 Imidazolyl)-Ph, COOMe, O, S), (N-1069: 4-Morphorino-Ph, COOMe, O, S), (N- 
1070: 4-(l-Piperazinyl)-Ph, COOMe, O, S), (N-1071: 2:5-diMe-thiophene-3-yl, 
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COOMe, O, S), (N-1072: 2-Furyl, COOMe, O, S), (N-1073: 5-Me-furan-2-yl, 
COOMe, O, S), (N-1074: 5-Me.furan-2-yl, COOMe, O, S), (N-1075: 2-Thiazolyl, 
COOMe, O, S), (N-1076: l:4-Benzodioxin-6-yl, COOMe, O, S), (N-1077: 
Benzo[b]furan-2-yl, COOMe, O, S), (N-1078: 4-NH 2 CH 2 -Ph, COOMe, O, S), 
5 (N-1079: 4-N(Me)HCH 2 -Ph, COOMe, O, S), (N-1080: 4-N(Me) 2 CH 2 -Ph, COOMe, 
O, S), (N-1081: 6-Cl-pyridine-3-yl, COOMe, O, S), (N-1082: 5,6-diCl-pyridine- 

3- yl, COOMe, O, S), (N-1083: 5-Cl-pyridine-2-yl, COOMe, O, S), (N-1084: 4:5- 
diCl-pyridine-2-yl, COOMe, O, S), (N-1085: 4-ClCH 2 -Bn, COOMe, O, S), (N- 
1086: Bn, COOMe, O, S), (N-1087: 4-Cl-Bn, COOMe, O, S), (N-1088: 4-Br-Bn, 

10 COOMe, O, S), (N-1089: 4-F-Bn, COOMe, O, S), (N-1090: 3,4-diCl-Bn, COOMe, 
O, S), (N-1091: 3,4-diBr-Bn, COOMe, O, S), (N-1092: 3,4-diF-Bn, COOMe, O, S), 
(N-1093: 4-Cl-Bz, COOMe, O, S), (N-1094: 3,4-diCl-Bz, COOMe, O, S), (N-1095: 

4- Br-Bz, COOMe, O, S), (N-1096: 3,4-diBr-Bz, COOMe, O, S), (N-1097: 4-F-Bz, 
COOMe, O, S), (N-1098: 3,4-diF-Bz, COOMe, O, S), (N-1099: 4-N0 2 -Bn, COOMe, 

15 O, S), (N-1100: 4-CN-Bn, COOMe, O, S), (N-1101: H, Ph, O, S), (N-1102: H, 4- 
F-Ph, O, S), (N-1103: H, 4-Br-Ph, O, S), (N-1104: H, 4-Me-Ph, O, S), (N-1105: H, 
4-Ph-Ph, O, S), (N-1106: H, 4-OMe-Ph, O, S), (N-1107: H, 4-tBu-Ph, O, S), (N- 
1108: H, 4-COOMe-Ph, O, S), (N-1109: H, 4-Pen-Ph, O, S), (N-1110: H, 4-N0 2 - 
Ph, O, S), (N-llll: H, 5-Cl-thiophene-2-yl, O, S), (N-1112: H, 3-Thienyl, O, S), 

20 (N-1113: H, 2-Py, O, S), (N-1114: H, 3-Py, O, S), (N-1115: H, 4-Py, O, S), (N- 
1116: H, 3,4-diF-Ph, O, S), (N-1117: H, 5-Br-thiophene-2-yl, O, S), (N-1118: H, 
4-CONH 2 -Ph, O, S), (N-1119: H, 4-CON(Me)H-Ph, O, S), (N-1120: H, 4- 
CON(Me) 2 -Ph, O, S), (N-1121: H, 4-iPrOC(=0)-Ph, O, S), (N-1122: H, 4- 
nBuOC(=0)-Ph, O, S), (N-1123: H, 6-Me-pyridine-3-yl, O, S), (N-1124: H, 

25 Quinoline-3-yl, O, S), (N-1125: H, 4-NH 2 -Ph, O, S), (N-1126: H, 4-N(Ac)H-Ph, O, 
S), (N-1127: H, 4-OH-Ph, O, S), (N-1128: H, 3,4-di(OH) 2 -Ph, O, S), (N-1129: H, 
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3,4-di(NH 2 )-Ph, O, S), (N-1130: H, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1131: H, 4-SH- 
Ph, O, S), (N-1132: H, 4-SMe-Ph, O, S), (N-1133: H, 3,4-diBr-Ph, O, S), (N-1134: 
H, 4-N(Me)H-Ph, O, S), (N-1135: H, 4-N(Me) 2 -Ph, O, S), (N-1136: H, 4- 
N(Me) 3 + -Ph, O, S), (N-1137: H, 4-Et-Ph, O, S), (N-1138: H, 4-iPr-Ph, O, S), 
5 (N-1139: H, 4-nPr-Ph, O, S), (N-1140: H, 4-nBu-Ph, O, S), (N-1141: H, 4-iBu- 
Ph, O, S), (N-1142: H, 3,4-diMe-Ph, O, S), (N-143: H, l,3-Benzodioxole-5-yl, O, 
S), (N-1144: H, N-Me-pyridinium-4-yl, O, S), (N-1145: H, N-Me-pyridinium-3- 
yl, O, S), (N-1146: H, 5-Me-Pyridine-2-yl, O, S), (N-1147: H, 2-Pyrazinyl, O, S), 
(N-1148: H, 3-Pyrrolyl, O, S), (N-1149: H, l-Me-pyrrole-3-yl, O, S), (N-1150: H, 

10 Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, O, S), (N-1152: 
H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl, O, S), (N-1154: H, 
l-Ac-pyrrole-3-yl, O, S), (N-1155: H, 4-CFa-Ph. O, S), (N-1156: H, 4-CN-Ph, O, 
S), (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-Cl-Ph, O, S), (N-1159: H, 3- 
Br-Ph, O, S), (N-1160: H, 3-F-Ph, O, S), (N-1161: H, 3-I-Ph, O, S), (N-1162: H, 

15 4-I-Ph, O, S), (N-1163: H, 4-OCFs-Ph, O, S), (N-1164: H, 3,4-diI-Ph, O, S), (N- 
1165: H, Indole-6-yl, O, S), (N-1166: H, l-Ac-indole-6-yl, O, S), (N-1167: H, 1- 
Me-indole-6-yl, O, S), (N-1168: H, 4-(l-Imidazolyl)-Ph, O, S), (N-1169: H, 4- 
Morphorino-Ph, O, S), (N-1170: H, 4-(l-Piperazinyl)-Ph, O, S), (N-1171: H, 
2:5-diMe-thiophene-3-yl, O, S), (N-1172: H, 2-Furyl, O, S), (N-1173: H, 5-Me- 

20 furan-2-yl, O, S), (N-1174: H, 5-Me-furan-2-yl, O, S), (N-1175: H, 2-Thiazolyl, 
O, S), (N-1176: H, l:4-Benzodioxin-6-yl, 0, S), (N-1177: H, Benzo[b]furan-2-yl, 
O, S), (N-1178: H, 4-NH 2 CH 2 -Ph, O, S), (N-1179: H, 4-N(Me)HCH 2 -Ph, O, S), 
(N-1180: H, 4-N(Me) 2 CH 2 -Ph, O, S), (N-1181: H, 6-Cl-pyridine-3-yl, O, S), (N- 
1182: H, 5,6-diCl-pyridine-3-yl, O, S), (N-1183: H, 5-Cl-pyridine-2-yl, O, S), 

25 (N-1184: H, 4:5-diCl-pyridine-2-yl, O, S), (N-1185: H, 4-ClCH 2 -Bn, O, S), (N- 
1186: H, Bn, O, S), (N-1187: H, 4-Cl-Bn, O, S), (N-1188: H, 4-Br-Bn, O, S), 
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(N-1189: H, 4-F-Bn, O, S), (N-1190: H, 3,4-diCl-Bn, O, S), (N-1191: H, 3,4- 
diBr-Bn, 0, S), (N-1192: H, 3,4-diF-Bn, O, S), (N-1193: H, 4-Cl-Bz, O, S), (N- 
1194: H, 3,4-diCl-Bz, O, S), (N-1195: H, 4-Br-Bz, O, S), (N-1196: H, 3,4-diBr- 
Bz, O, S), (N-1197: H, 4-F-Bz, O, S), (N-1198: H, 3,4-diF-Bz, O, S), (N-1199: H, 
5 4-N0 2 -Bn, O, S), (N-1200: H, 4-CN-Bn, O, S), (N-1201: Me, Ph, O, S), (N-1202: 
Me, 4-F-Ph, O, S), (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me, 4-Me-Ph, O, S), 
(N-1205: Me, 4-Ph-Ph, O, S), (N-1206: Me, 4-OMe-Ph, O, S), (N-1207: Me, 4- 
tBu-Ph, O, S), (N-1208: Me, 4-COOMe-Ph, O, S), (N-1209: Me, 4-Pen-Ph, O, S), 
(N-1210: Me, 4-NOa-Ph, O, S), (N-1211: Me, 5-Cl-thiophene-2-yl, O, S), (N- 

10 1212: Me, 3-Thienyl, O, S), (N-1213: Me, 2-Py, O, S), (N-1214: Me, 3-Py, O, S), 
(N-1215: Me, 4-Py, O, S), (N-1216: Me, 3,4-diF-Ph, O, S), (N-1217: Me, 5-Br- 
thiophene-2-yl, O, S), (N-1218: Me, 4-CONH 2 -Ph, O, S), (N-1219: Me, 4- 
CON(Me)H-Ph, O, S), (N-1220: Me, 4-CON(Me) 2 -Ph, O, S), (N-1221: Me, 4- 
iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, O, S), (N-1223: Me, 6- 

15 Me-pyridine-3-yl, O, S), (N-1224: Me, Quinoline-3-yl, O, S), (N-1225: Me, 4- 
NH 2 -Ph, O, S), (N-1226: Me, 4-N(Ac)H-Ph, O, S), (N-1227: Me, 4-OH-Ph, O, S), 
(N-1228: Me, 3,4-di(OH) 2 -Ph, O, S), (N-1229: Me, 3,4-di(NH 2 )-Ph, O, S), (N- 
1230: Me, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1231: Me, 4-SH-Ph, O, S), (N-1232: Me, 
4-SMe-Ph, O, S), (N-1233: Me, 3,4-diBr-Ph, O, S), (N-1234: Me, 4-N(Me)H-Ph, 

20 O, S), (N-1235: Me, 4-N(Me) 2 -Ph, O, S), (N-1236: Me, 4-N(Me)s + -Ph, O, S), (N- 
1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, O, S), (N-1239: Me, 4-nPr-Ph, 
O, S), (N-1240: Me, 4-nBu-Ph, O, S), (N-1241: Me, 4-iBu-Ph, O, S), (N-1242: Me, 
3,4-diMe-Ph, 0, S), (N-1243: Me, l,3-Benzodioxole-5-yl, O, S), (N-1244: Me, 
N-Me-pyridinium-4-yl, O, S), (N-1245: Me, N-Me-pyridinium-3-yl, O, S), (N- 

25 1246: Me, 5-Me-Pyridine-2-yl, O, S), (N-1247: Me, 2-Pyrazinyl, O, S), (N-1248: 
Me, 3-Pyrrolyl, O, S), (N-1249: Me, l-Me-pyrrole-3-yl, O, S), (N-1250: Me, 
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Pyridine N-oxide-4-yl, O, S), (N-1251: Me, Pyridine N-oxide-3-yl, O, S), (N- 
1252: Me, 6-OH-pyridine-3-yl, O, S), (N-1253: Me, 6-SH-pyridine-3-yl, O, S), 
(N-1254: Me, l-Ac-pyrrole-3-yl, O, S), (N-1255: Me, 4-CF 3 -Ph, O, S), (N-1256: 
Me, 4-CN-Ph, O, S), (N-1257: Me, 4-CHO-Ph, O, S), (N-1258: Me, 3-Cl-Ph, O, S), 
5 (N-1259: Me, 3-Br-Ph, O, S), (N-1260: Me, 3-F-Ph, O, S), (N-1261: Me, 3-I-Ph, O, 
S), (N-1262: Me, 4-I-Ph, O, S), (N-1263: Me, 4-OCF 3 -Ph, O, S), (N-1264: Me, 
3,4-diI-Ph, O, S), (N-1265: Me, Indole-6-yl, O, S), (N-1266: Me, l-Ac-indole-6- 
yl, O, S), (N-1267: Me, l-Me-indole-6-yl, O, S), (N-1268: Me, 4-(l-Imidazolyl)- 
Ph, O, S), (N-1269: Me, 4-Morphorino-Ph, O, S), (N-1270: Me, 4-(l- 

10 Piperazinyl)-Ph, O, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, O, S), (N-1272: 
Me, 2-Furyl, O, S), (N-1273: Me, 5-Me-furan-2-yl, O, S), (N-1274: Me, 5-Me- 
furan-2-yl, O, S), (N-1275: Me, 2-Thiazolyl, O, S), (N-1276: Me, 1:4- 
Benzodioxin-6-yl, O, S), (N-1277: Me, Benzo[b]furan-2-yl, O, S), (N-1278: Me, 
4-NH 2 CH 2 -Ph, O, S), (N-1279: Me, 4-N(Me)HCH 2 -Ph, O, S), (N-1280: Me, 4- 

15 N(Me) 2 CH 2 -Ph, O, S), (N-1281: Me, 6-Cl-pyridine-3-yl, O, S), (N-1282: Me, 
5,6-diCl-pyridine-3-yl, O, S), (N-1283: Me, 5-Cl-pyridine-2-yl, O, S), (N-1284: 
Me, 4:5-diCl-pyridine-2-yl, O, S), (N-1285: Me, 4-ClCH 2 -Bn, O, S), (N-1286: Me, 
Bn, O, S), (N-1287: Me, 4-Cl-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S), (N-1289: 
Me, 4-F-Bn, O, S), (N-1290: Me, 3,4-diCl-Bn, O, S), (N-1291: Me, 3,4-diBr-Bn, O, 

20 S), (N-1292: Me, 3,4-diF-Bn, O, S), (N-1293: Me, 4-Cl-Bz, O, S), (N-1294: Me, 
3,4-diCl-Bz, O, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S), 
(N-1297: Me, 4-F-Bz, O, S), (N-1298: Me, 3,4-diF-Bz, O, S), (N-1299: Me, 4- 
N0 2 -Bn, O, S), (N-1300: Me, 4-CN-Bn, O, S), (N-1301: Et, Ph, O, S), (N-1302: Et, 
4-F-Ph, O, S), (N-1303: Et, 4-Br-Ph, O, S), (N-1304: Et, 4-Me-Ph, O, S), (N- 

25 1305: Et, 4-Ph-Ph, O, S), (N-1306: Et, 4-OMe-Ph, O, S), (N-1307: Et, 4-tBu-Ph, 
O, S), (N-1308: Et, 4-COOMe-Ph, O, S), (N-1309: Et, 4-Pen-Ph, O, S), (N-1310: 
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Et, 4-NOa-Ph, O, S), (N-1311: Et, 5.Cl-thiophene-2-yl, O, S), (N-1312: Et, 3- 
Thienyl, O, S), (N-1313: Et, 2-Py, O, S), (N-1314: Et, 3-Py, O, S), (N-1315: Et, 
4-Py, O, S), (N-1316: Et, 3,4-diF-Ph, O, S), (N-1317: Et, 5-Br-thiophene-2-yl, O, 
S), (N-1318: Et, 4-CONH 2 -Ph, O, S), (N-1319: Et, 4-CON(Me)H-Ph, O, S), (N- 
5 1320: Et, 4-CON(Me) 2 -Ph, O, S), (N-1321: Et, 4-iPrOC(=0)-Ph, O, S), (N-1322: 
Et, 4-nBuOC(=0)-Ph, O, S), (N-1323: Et, 6-Me-pyridine-3-yl, O, S), (N-1324: Et, 
Quinoline-3-yl, 0, S), (N-1325: Et, 4-NH 2 -Ph, O, S), (N-1326: Et, 4-N(Ac)H-Ph, 
O, S), (N-1327: Et, 4-OH-Ph, O, S), (N-1328: Et, 3,4-di(OH) 2 -Ph, O, S), (N-1329: 
Et, 3,4-di(NH 2 )-Ph, O, S), (N-1330: Et, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1331: Et, 

10 4-SH-Ph, O, S), (N-1332: Et, 4-SMe-Ph, O, S), (N-1333: Et, 3,4-diBr-Ph, O, S), 
(N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me) 2 -Ph, O, S), (N-1336: Et, 
4-N(Me) 3 + -Ph, O, S), (N-1337: Et, 4-Et-Ph, O, S), (N-1338: Et, 4-iPr-Ph, O, S), 
(N-1339: Et, 4-nPr-Ph, O, S), (N-1340: Et, 4-nBu-Ph, O, S), (N-1341: Et, 4- 
iBu-Ph, O, S), (N-1342: Et, 3,4-diMe-Ph, O, S), (N-1343: Et, 1,3-Benzodioxole- 

15 5-yl, O, S), (N-1344: Et, N-Me-pyridinium-4-yl, O, S), (N-1345: Et, N-Me- 
pyridinium-3-yl, O, S), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S), (N-1347: Et, 2- 
Pyrazinyl, O, S), (N-1348: Et, 3-Pyrrolyl, O, S), (N-1349: Et, l-Me-pyrrole-3-yl, 
O, S), (N-1350: Et, Pyridine N-oxide-4-yl, O, S), (N-1351: Et, Pyridine N- 
oxide-3-yl, O, S), (N-1352: Et, 6-OH-pyridine-3-yl, O, S), (N-1353: Et, 6-SH- 

20 pyridine-3-yl, O, S), (N-1354: Et, l-Ac-pyrrole-3-yl, O, S), (N-1355: Et, 4-CF 3 - 
Ph, O, S), (N-1356: Et, 4-CN-Ph, O, S), (N-1357: Et, 4-CHO-Ph, O, S), (N-1358: 
Et, 3-Cl-Ph, O, S), (N-1359: Et, 3-Br-Ph, O, S), (N-1360: Et, 3-F-Ph, O, S), 
(N-1361: Et, 3-I-Ph, O, S), (N-1362: Et, 4-I-Ph, O, S), (N-1363: Et, 4-OCF 8 -Ph, 
O, S), (N-1364: Et, 3,4-diI-Ph, O, S), (N-1365: Et, Indole-6-yl, O, S), (N-1366: Et, 

25 l-Ac-indole-6-yl, O, S), (N-1367: Et, l-Me-indole-6-yl, O, S), (N-1368: Et, 4- 
(l-Imidazolyl)-Ph, O, S), (N-1369: Et, 4-Morphorino-Ph, O, S), (N-1370: Et, 4- 
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(l-Piperazinyl)-Ph, O, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, O, S), (N 
1372: Et, 2-Furyl, O, S), (N-1373: Et, 5-Me-furan-2-yl, O, S), (N-1374: Et, 5- 
Me-furan-2-yl, O, S), (N-1375: Et, 2-Thiazolyl, O, S), (N-1376: Et, 1:4- 
Benzodioxin-6-yl, 0, S), (N-1377: Et, Benzo[b]furan-2-yl, O, S), (N-1378: Et, 
5 4-NH 2 CH 2 -Ph, O, S), (N-1379: Et, 4-N(Me)HCH 2 -Ph, O, S), (N-1380: Et, 4- 
N(Me) 2 CH 2 -Ph, O, S), (N-1381: Et, 6-Cl-pyridine-3-yl, O, S), (N-1382: Et, 5,6- 
diCl-pyridine-3-yl, O, S), (N-1383: Et, 5-Cl-pyridine-2-yl, O, S), (N-1384: Et, 
4:5-diCl-pyridine-2-yl, O, S), (N-1385: Et, 4-ClCH 2 -Bn, O, S), (N-1386: Et, Bn, 
O, S), (N-1387: Et, 4-Cl-Bn, O, S), (N-1388: Et, 4-Br-Bn, O, S), (N-1389: Et, 

10 4-F-Bn, O, S), (N-1390: Et, 3,4-diCl-Bn, O, S), (N-1391: Et, 3,4-diBr-Bn, O, S), 
(N-1392: Et, 3,4-diF-Bn, O, S), (N-1393: Et, 4-Cl-Bz, O, S), (N-1394: Et, 3,4- 
diCl-Bz, O, S), (N-1395: Et, 4-Br-Bz, O, S), (N-1396: Et, 3,4-diBr-Bz, O, S), 
(N-1397: Et, 4-F-Bz, O, S), (N-1398: Et, 3,4-diF-Bz, O, S), (N-1399: Et, 4-N0 2 - 
Bn, O, S), (N-1400: Et, 4-CN-Bn, O, S), (N-1401: COOMe, Ph, O, S), (N-1402: 

15 COOMe, 4-F-Ph, O, S), (N-1403: COOMe, 4-Br-Ph, O, S), (N-1404: COOMe, 4- 
Me-Ph, O, S), (N-1405: COOMe, 4-Ph-Ph, O, S), (N-1406: COOMe, 4-OMe-Ph, O, 
S), (N-1407: COOMe, 4-tBu-Ph, O, S), (N-1408: COOMe, 4-COOMe-Ph, O, S), 
(N-1409: COOMe, 4-Pen-Ph, O, S), (N-1410: COOMe, 4-N0 2 -Ph, O, S), (N-1411: 
COOMe, 5-Cl-thiophene-2-yl, O, S), (N-1412: COOMe, 3-Thienyl, O, S), (N- 

20 1413: COOMe, 2-Py, O, S), (N-1414: COOMe, 3-Py, O, S), (N-1415: COOMe, 4- 
Py, O, S), (N-1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br- 
thiophene-2-yl, O, S), (N-1418: COOMe, 4-CONH 2 -Ph, O, S), (N-1419: COOMe, 
4-CON(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me) 2 -Ph, O, S), (N-1421: 
COOMe, 4-iPrOC(=0)-Ph, O, S), (N-1422: COOMe, 4-nBuOC(=0)-Ph, O, S), 

25 (N-1423: COOMe, 6-Me-pyridine-3-yl, O, S), (N-1424: COOMe, Quinoline-3-yl, 
O, S), (N-1425: COOMe, 4-NH 2 -Ph, O, S), (N-1426: COOMe, 4-N(Ac)H-Ph, O, S), 
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(N-1427: COOMe, 4-OH-Ph, O, S), (N-1428: COOMe, 3,4-di(OH) 2 -Ph, O, S), 
(N-1429: COOMe, 3,4-di(NH 2 )-Ph, O, S), (N-1430: COOMe, 3:4-[N(Ac)H] 2 -Ph, O, 
S), (N-1431: COOMe, 4-SH-Ph, O, S), (N-1432: COOMe, 4-SMe-Ph, O, S), (N- 
1433: COOMe, 3,4-diBr-Ph, O, S), (N-1434: COOMe, 4-N(Me)H-Ph, O, S), (N- 
5 1435: COOMe, 4-N(Me) 2 -Ph, O, S), (N-1436: COOMe, 4-N(Me) 3 + -Ph, O, S), (N- 
1437: COOMe, 4-Et-Ph, O, S), (N-1438: COOMe, 4-iPr-Ph, O, S), (N-1439: 
COOMe, 4-nPr-Ph, O, S), (N-1440: COOMe, 4-nBu-Ph, O, S), (N-1441: COOMe, 
4-iBu-Ph, O, S), (N-1442: COOMe, 3,4-diMe-Ph, O, S), (N-1443: COOMe, 1,3- 
Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4-yl, O, S), (N- 
10 1445: COOMe, N-Me-pyridinium-3-yl, O, S), (N-1446: COOMe, 5-Me- 
Pyridine-2-yl, O, S), (N-1447: COOMe, 2-Pyrazinyl, O, S), (N-1448: COOMe, 

3- Pyrrolyl, O, S), (N-1449: COOMe, l-Me-pyrrole-3-yl, O, S), (N-1450: COOMe, 
Pyridine N-oxide-4-yl, O, S), (N-1451: COOMe, Pyridine N-oxide-3-yl, O, S), 
(N-1452: COOMe, 6-OH-pyridine-3-yl, O, S), (N-1453: COOMe, 6-SH- 

15 pyridine-3-yl, O, S), (N-1454: COOMe, l-Ac-pyrrole-3-yl, O, S), (N-1455: 
COOMe, 4-CF3-Ph, O, S), (N-1456: COOMe, 4-CN-Ph, O, S), (N-1457: COOMe, 

4- CHO-Ph, O, S), (N-1458: COOMe, 3-Cl-Ph, O, S), (N-1459: COOMe, 3-Br-Ph, 
O, S), (N-1460: COOMe, 3-F-Ph, O, S), (N-1461: COOMe, 3-I-Ph, O, S), (N-1462: 
COOMe, 4-I-Ph, O, S), (N-1463: COOMe, 4-OCF 3 -Ph, O, S), (N-1464: COOMe, 

20 3,4-diI-Ph, O, S), (N-1465: COOMe, Indole-6-yl, O, S), (N-1466: COOMe, 1- 
Ac-indole-6-yl, O, S), (N-1467: COOMe, l-Me-indole-6-yl, O, S), (N-1468: 
COOMe, 4-(l-Imidazolyl)-Ph, O, S), (N-1469: COOMe, 4-Morphorino-Ph, O, S), 
(N-1470: COOMe, 4-(l-Piperazinyl)-Ph, O, S), (N-1471: COOMe, 2:5-diMe- 
thiophene-3-yl, O, S), (N-1472: COOMe, 2-Furyl, O, S), (N-1473: COOMe, 5- 

25 Me-furan-2-yl, O, S), (N-1474: COOMe, 5-Me-furan-2-yl, O, S), (N-1475: 
COOMe, 2-Thiazolyl, O, S), (N-1476: COOMe, l:4-Benzodioxin-6-yl, O, S), (N- 
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1477: COOMe, Benzo[b]furan-2-yl, O, S), (N-1478: COOMe, 4-NH 2 CH 2 -Ph, O, 
S), (N-1479: COOMe, 4-N(Me)HCH 2 -Ph, O, S), (N-1480: COOMe, 4- 
N(Me) 2 CH 2 -Ph, O, S), (N-1481: COOMe, 6-Cl-pyridine-3-yl, O, S), (N-1482: 
COOMe, 5,6-diCl-pyridine-3-yl, O, S), (N-1483: COOMe, 5-Cl-pyridine-2-yl, O, 
5 S), (N-1484: COOMe, 4:5-diCl-pyridine-2-yl, O, S), (N-1485: COOMe, 4- 
C1CH 2 -Bn, O, S), (N-1486: COOMe, Bn, O, S), (N-1487: COOMe, 4-Cl-Bn, O, S), 
(N-1488: COOMe, 4-Br-Bn, 0, S), (N-1489: COOMe, 4-F-Bn, O, S), (N-1490: 
COOMe, 3,4-diCl-Bn, O, S), (N-1491: COOMe, 3,4-diBr-Bn, O, S), (N-1492: 
COOMe, 3,4-diF-Bn, O, S), (N-1493: COOMe, 4-Cl-Bz, O, S), (N-1494: COOMe, 

10 3,4-diCl-Bz, O, S), (N-1495: COOMe. 4-Br-Bz, O, S), (N-1496: COOMe, 3,4- 
diBr-Bz, 0, S), (N-1497: COOMe, 4-F-Bz, O, S), (N-1498: COOMe, 3,4-diF-Bz, O, 
S), (N-1499: COOMe, 4-N0 2 -Bn, O, S), (N-1500: COOMe, 4-CN-Bn, O, S), (N- 
1501: Ph, Me, S, O), (N-1502: 4-F-Ph, Me, S, O), (N-1503: 4-Br-Ph, Me, S, O), 
(N-1504: 4-Me-Ph, Me, S, O), (N-1505: 4-Ph-Ph, Me, S, O), (N-1506: 4-OMe-Ph, 

15 Me, S, O), (N-1507: 4-tBu-Ph, Me, S, O), (N-1508: 4-COOMe-Ph, Me, S, O), 
(N-1509: 4-Pen-Ph, Me, S, O), (N-1510: 4-N0 2 -Ph, Me, S, O), (N-1511: 5-C1- 
thiophene-2-yl, Me, S, O), (N-1512: 3-Thienyl, Me, S, O), (N-1513: 2-Py, Me, S, 
O), (N-1514: 3-Py, Me, S, O), (N-1515: 4-Py, Me, S, O), (N-1516: 3,4-diF-Ph, Me, 
S, O), (N-1517: 5-Br-thiophene-2-yl, Me, S, O), (N-1518: 4-CONH 2 -Ph, Me, S, 

20 0), (N-1519: 4-CON(Me)H-Ph, Me, S, O), (N-1520: 4-CON(Me) 2 -Ph, Me, S, O), 
(N-1521: 4-iPrOC(=0)-Ph, Me, S, O), (N-1522: 4-nBuOC(=0)-Ph, Me, S, O), 
(N-1523: 6-Me-pyridine-3-yl, Me, S, O), (N-1524: Quirioline-3-yl, Me, S, O), 
(N-1525: 4-NH 2 -Ph, Me, S, 0), (N-1526: 4-N(Ac)H-Ph, Me, S, O), (N-1527: 4- 
OH-Ph, Me, S, O), (N-1528: 3,4-di(OH) 2 -Ph, Me, S, O), (N-1529: 3,4-di(NH 2 )-Ph, 

25 Me, S, 0), (N-1530: 3:4-[N(Ac)H] 2 -Ph, Me, S, 0), (N-1531: 4-SH-Ph, Me, S, O), 
(N-1532: 4-SMe-Ph, Me, S, O), (N-1533: 3,4-diBr-Ph, Me, S, O), (N-1534: 4- 
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N(Me)H-Ph, Me, S, O), (N-1535: 4-N(Me) 2 -Ph, Me, S, O), (N-1636: 4-N(Me) 3 + - 
Ph, Me, S, O), (N-1537: 4-Et-Ph, Me, S, O), (N-1538: 4-iPr-Ph, Me, S, O), (N- 
1539: 4-nPr-Ph, Me, S, O), (N-1540: 4-nBu-Ph, Me, S, O), (N-1541: 4-iBu-Ph, 
Me, S, O), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: l,3-Benzodioxole-5-yl, Me, 
5 S, O), (N-1544: N-Me-pyridinium-4-yl, Me, S, O), (N-1545: N-Me-pyridinium- 
3-yl, Me, S, O), (N-1546: 5-Me-Pyridine-2-yl, Me, S, O), (N-1547: 2-Pyrazinyl, 
Me, S, O), (N-1548: 3-Pyrrolyl, Me, S, O), (N-1549: l-Me-pyrrole-3-yl, Me, S, O), 
(N-1550: Pyridine N-oxide-4-yl, Me, S, O), (N-1551: Pyridine N-oxide-3-yl, Me, 
S, O), (N-1552: 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, 
10 S, O), (N-1554: l-Ac-pyrrole-3-yl, Me, S, O), (N-1555: 4-CF 3 -Ph, Me, S, O), 
(N-1556: 4-CN-Ph, Me, S, O), (N-1557: 4-CHO-Ph, Me, S, O), (N-1558: 3-Cl-Ph, 
Me, S, O), (N-1559: 3-Br-Ph, Me, S, O), (N-1560: 3-F-Ph, Me, S, O), (N-1561: 

3- I-Ph, Me, S, O), (N-1562: 4-I-Ph, Me, S, O), (N-1563: 4-OCF 3 -Ph, Me, S, O), 
(N-1564: 3,4-diI-Ph, Me, S, O), (N-1565: Indole-6-yl, Me, S, O), (N-1566: 1-Ac- 

15 indole-6-yl, Me, S, O), (N-1567: l-Me-indole-6-yl, Me, S, O), (N-1568: 4-(l- 
Imidazolyl)-Ph, Me, S, O), (N-1569: 4-Morphorino-Ph, Me, S, O), (N-1570: 4- 
(l-Piperazinyl)-Ph, Me, S, O), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, O), 
(N-1572: 2-Furyl, Me, S, O), (N-1573: 5-Me-furan-2-yl, Me, S, O), (N-1574: 5- 
Me-furan-2-yl, Me, S, O), (N-1575: 2-Thiazolyl, Me, S, O), (N-1576: 1:4- 

20 Benzodioxin-6-yl, Me, S, O), (N-1577: Benzo[b]furan-2-yl, Me, S, O), (N-1578: 

4- NH 2 CH 2 -Ph, Me, S, O), (N-1579: 4-N(Me)HCH 2 -Ph, Me, S, O), (N-1580: 4- 
N(Me) 2 CH 2 -Ph, Me, S, O), (N-1581: 6-Cl-pyridine-3-yl, Me, S, O), (N-1582: 
5,6-diCl-pyridine-3-yl, Me, S, O), (N-1583: 5-Cl-pyridine-2-yl, Me, S, O), (N- 
1584: 4:5-diCl-pyridine-2-yl, Me, S, O), (N-1585: 4-ClCH 2 -Bn, Me, S, O), (N- 

25 1586: Bn, Me, S, O), (N-1587: 4-Cl-Bn, Me, S, O), (N-1588: 4-Br-Bn, Me, S, O), 
(N-1589: 4-F-Bn, Me, S, O), (N-1590: 3,4-diCl-Bn, Me, S, O), (N-1591: 3,4- 
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diBr-Bn, Me, S, O), (N-1592: 3,4-diF-Bn, Me, S, O), (N-1593: 4-Cl-Bz, Me, S, O), 
(N-1594: 3,4-diCl-Bz, Me, S, O), (N-1595: 4-Br-Bz, Me, S, O), (N-1596: 3,4- 
diBr-Bz, Me, S, O), (N-1597: 4-F-Bz, Me, S, O), (N-1598: 3,4-diF-Bz, Me, S, O), 
(N-1599: 4-N0 2 -Bn, Me, S, O), (N-1600: 4-CN-Bn, Me, S, O), (N-1602: 4-F-Ph, 
5 Et, S, O), (N-1603: 4-Br-Ph, Et, S, O), (N-1604: 4-Me-Ph, Et, S, O), (N-1605: 
4-Ph-Ph, Et, S, O), (N-1606: 4-OMe-Ph, Et, S, O), (N-1607: 4-tBu-Ph, Et, S, O), 
(N-1608: 4-COOMe-Ph, Et, S, O), (N-1609: 4-Pen-Ph, Et, S, O), (N-1610: 4- 
N0 2 -Ph, Et, S, O), (N-1611: 5-Cl-thiophene-2-yl, Et, S, O), (N-1612: 3-Thienyl, 
Et, S, O), (N-1613: 2-Py, Et, S, O), (N-1614: 3-Py, Et, S, O), (N-1615: 4-Py, Et, 

10 S, O), (N-1616: 3,4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), 
(N-1618: 4-CONHa-Ph, Et, S, O). (N-1619: 4-CON(Me)H-Ph, Et, S, O), (N-1620: 
4-CON(Me) 2 -Ph, Et, S, O), (N-1621: 4-iPrOC(=0)-Ph, Et, S, O), (N-1622: 4- 
nBuOC(=0)-Ph, Et, S, O), (N-1623: 6-Me-pyridine-3-yl, Et, S, O), (N-1624: 
Quinoline-3-yl, Et, S, O), (N-1625: 4-NH 2 -Ph, Et, S, O), (N-1626: 4-N(Ac)H-Ph, 

15 Et, S, O), (N-1627: 4-OH-Ph, Et, S, O), (N-1628: 3,4-di(OH) 2 -Ph, Et, S, O), (N- 
1629: 3,4-di(NH 2 )-Ph, Et, S, O), (N-1630: 3:4-[N(Ac)H] 2 -Ph, Et, S, O), (N-1631: 
4-SH-Ph, Et, S, O), (N-1632: 4-SMe-Ph, Et, S, O), (N-1633: 3,4-diBr-Ph, Et, S, 
O), (N-1634: 4-N(Me)H-Ph, Et, S, O), (N-1635: 4-N(Me) 2 -Ph, Et, S, O), (N-1636: 

4- N(Me) 3 + -Ph, Et, S, O), (N-1637: 4-Et-Ph, Et, S, O), (N-1638: 4-iPr-Ph, Et, S, 
20 O), (N-1639: 4-nPr-Ph, Et, S, O), (N-1640: 4-nBu-Ph, Et, S, O), (N-1641: 4- 

iBu-Ph, Et, S, O), (N-1642: 3,4-diMe-Ph, Et, S, O), (N-1643: 1,3-Benzodioxole- 

5- yl, Et, S, O), (N-1644: N-Me-pyridinium-4-yl, Et, S, O), (N-1645: N-Me- 
pyridinium-3-yl, Et, S, O), (N-1646: 5-Me-Pyridine-2-yl, Et, S, O), (N-1647: 2- 
Pyrazinyl/Et, S, O), (N-1648: 3-Pyrrolyl, Et, S, O), (N-1649: l-Me-pyrrole-3-yl, 

25 Et, S, O), (N-1650: Pyridine N-oxide-4-yl, Et, S, O), (N-1651: Pyridine N- 
oxide-3-yl, Et, S, O), (N-1652: 6-OH-pyridine-3-yl, Et, S, O), (N-1653: 6-SH- 
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pyridine-3-yl, Et, S, 0), (N-1654: l-Ac-pyrrole-3-yl, Et, S, O), (N-1655: 4-CF 3 - 
Ph, Et, S, O), (N-1656: 4-CN-Ph, Et, S, O), (N-1657: 4-CHO-Ph, Et, S, O), (N- 
1658: 3-Cl-Ph, Et, S, O), (N-1659: 3-Br-Ph, Et, S, O), (N-1660: 3-F-Ph, Et, S, O), 
(N-1661: 3-I-Ph, Et, S, O), (N-1662: 4-I-Ph, Et, S, O), (N-1663: 4-OCF 3 -Ph, Et, 
5 S, O), (N-1664: 3,4-diI-Ph, Et, S, O), (N-1665: Indole-6-yl, Et, S, O), (N-1666: 
l-Ac-indole-6-yl, Et, S, O), (N-1667: l-Me-indole-6-yl, Et, S, O), (N-1668: 4- 
(l-Imidazolyl)-Ph, Et, S, O), (N-1669: 4-Morphorino-Ph, Et, S, O), (N-1670: 4- 
(l-Piperazinyl)-Ph, Et, S, O), (N-1671: 2:5-diMe-thiophene-3-yl, Et, S, O), (N- 
1672: 2-Furyl, Et, S, O), (N-1673: 5-Me-furan-2-yl, Et, S, 0), (N-1674: 5-Me- 

10 furan-2-yl, Et, S, O), (N-1675: 2-Thiazolyl, Et, S, O), (N-1676: 1:4- 
Benzodioxin-6-yl, Et, S, O), (N-1677: Benzo[b]furan-2-yl, Et, S, O), (N-1678: 
4-NH2CH2-PI1, Et, S, O), (N-1679: 4-N(Me)HCH 2 -Ph, Et, S, O), (N-1680: 4- 
N(Me) 2 CH2-Ph, Et, S, O), (N-1681: 6-Cl-pyridine-3-yl, Et, S, O), (N-1682: 5,6- 
diCl-pyridine-3-yl, Et, S, O), (N-1683: 5-Cl-pyridine-2-yl, Et, S, O), (N-1684: 

15 4:5-diCl-pyridine-2-yl, Et, S, O), (N-1685: 4-CICH2-B11, Et, S, O), (N-1686: Bn, 
Et, S, O), (N-1687: 4-Cl-Bn, Et, S, O), (N-1688: 4-Br-Bn, Et, S, O), (N-1689: 
4-F-Bn, Et, S, O), (N-1690: 3,4-diCl-Bn, Et, S, O), (N-1691: 3,4-diBr-Bn, Et, S, 
O), (N-1692: 3,4-diF-Bn, Et, S, O), (N-1693: 4-Cl-Bz, Et, S, O), (N-1694: 3,4- 
diCl-Bz, Et, S, O), (N-1695: 4-Br-Bz, Et, S, O), (N-1696: 3,4-diBr-Bz, Et, S, O), 

20 (N-1697: 4-F-Bz, Et, S, O), (N-1698: 3,4-diF-Bz, Et, S, O), (N-1699: 4-NO2-B11, 
Et, S, O), (N-1700: 4-CN-Bn, Et, S, O), (N-1701: Ph, COOMe, S, O), (N-1702: 

4- F-Ph, COOMe, S, O), (N-1703: 4-Br-Ph, COOMe, S, O), (N-1704: 4-Me-Ph, 
COOMe, S, O), (N-1705: 4-Ph-Ph, COOMe, S, O), (N-1706: 4-OMe-Ph, COOMe, 
S, O), (N-1707: 4-tBu-Ph, COOMe, S, O), (N-1708: 4-COOMe-Ph, COOMe, S, O), 

25 (N-1709: 4-Pen-Ph, COOMe, S, O), (N-1710: 4-N0 2 -Ph, COOMe, S, O), (N-1711: 

5- Cl-thiophene-2-yl, COOMe, S, 0), (N-1712: 3-Thienyl, COOMe, S, O), (N- 
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1713: 2-Py, COOMe, S, O), (N-1714: 3-Py, COOMe, S, O), (N-1715: 4-Py, 
COOMe, S, O), (N-1716: 3,4-diF-Ph, COOMe, S, O), (N-1717: 5-Br-thiophene- 
2-yl, COOMe, S, O), (N-1718: 4-CONH 2 -Ph, COOMe, S, O), (N-1719: 4- 
CON(Me)H-Ph, COOMe, S, O), (N-1720: 4-CON(Me) 2 -Ph, COOMe, S, O), (N- 
5 1721: 4-iPrOC(=0)-Ph, COOMe, S, O), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S, 
O), (N-1723: 6-Me-pyridine-3-yl, COOMe, S, O), (N-1724: Quinoline-3-yl, 
COOMe, S, O), (N-1725: 4-NH 2 -Ph, COOMe, S, O), (N-1726: 4-N(Ac)H-Ph, 
COOMe, S, O), (N-1727: 4-OH-Ph, COOMe, S, O), (N-1728: 3,4-di(OH) 2 -Ph, 
COOMe, S, O), (N-1729: 3,4-di(NH 2 )-Ph, COOMe, S, O), (N-1730: 3:4- 

10 [N(Ac)H] 2 -Ph, COOMe, S, O), (N-1731: 4-SH-Ph, COOMe, S, O), (N-1732: 4- 
SMe-Ph, COOMe, S, O), (N-1733: 3,4-diBr-Ph, COOMe, S, O), (N-1734: 4- 
N(Me)H-Ph, COOMe, S, O), (N-1735: 4-N(Me) 2 -Ph, COOMe, S, O), (N-1736: 4- 
N(Me) 3 + -Ph, COOMe, S, O), (N-1737: 4-Et-Ph, COOMe, S, O), (N-1738: 4-iPr- 
Ph, COOMe, S, O), (N-1739: 4-nPr-Ph, COOMe, S, O), (N-1740: 4-nBu-Ph, 

15 COOMe, S, O), (N-1741: 4-iBu-Ph, COOMe, S, O), (N-1742: 3,4-diMe-Ph, 
COOMe, S, O), (N-1743: l,3-Benzodioxole-5-yl, COOMe, S, O), (N-1744: N- 
Me-pyridinium-4-yl, COOMe, S, O), (N-1745: N-Me-pyridinium-3-yl, COOMe, 
S, O), (N-1746: 5-Me-Pyridine-2-yl, COOMe, S, O), (N-1747: 2-Pyrazinyl, 
COOMe, S, O), (N-1748: 3-Pyrrolyl, COOMe, S, O), (N-1749: l-Me-pyrrole-3-yl, 

20 COOMe, S, O), (N-1750: Pyridine N-oxide-4-yl, COOMe, S, O), (N-1751: 
Pyridine N-oxide-3-yl, COOMe, S, O), (N-1752: 6-OH-pyridine-3-yl, COOMe, S, 
O), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, O), (N-1754: l-Ac-pyrrole-3-yl, 
COOMe, S, O), (N-1755: 4-CFa-Ph, COOMe, S, O), (N-1756: 4-CN-Ph, COOMe, 
S, O), (N-1757: 4-CHO-Ph, COOMe, S, O), (N-1758: 3-Cl-Ph, COOMe, S, O), 

25 (N-1759: 3-Br-Ph, COOMe, S, O), (N-1760: 3-F-Ph, COOMe, S, O), (N-1761: 3- 
I-Ph, COOMe, S, O), (N-1762: 4-I-Ph, COOMe, S, O), (N-1763: 4-OCF 3 -Ph, 
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COOMe, S, O), (N-1764: 3,4-diI-Ph, COOMe, S, O), (N-1765: Indole-6-yl, 
COOMe, S, O), (N-1766: l-Ac-indole-6-yl, COOMe, S, O), (N-1767: 1-Me- 
indole-6-yl, COOMe, S, O), (N-1768: 4-(l-Imidazolyl)-Ph, COOMe, S, O), (N- 
1769: 4-Morphorino-Ph, COOMe, S, O), (N-1770: 4-(l-Piperazinyl)-Ph, COOMe, 
5 S, O), (N-1771: 2:5-diMe-thiophene-3-yl, COOMe, S, O), (N-1772: 2-Furyl, 
COOMe, S, O), (N-1773: 5-Me-furan-2-yl, COOMe, S, O), (N-1774: 5-Me- 
furan-2-yl, COOMe, S, O), (N-1775: 2-Thiazolyl, COOMe, S, O), (N-1776: 1:4- 
Benzodioxin-6-yl, COOMe, S, O), (N-1777: Benzo[b]furan-2-yl, COOMe, S, O), 
(N-1778: 4-NH 2 CH 2 -Ph, COOMe, S, O), (N-1779: 4-N(Me)HCH 2 -Ph, COOMe, S, 

10 0), (N-1780: 4-N(Me) 2 CH2-Ph, COOMe, S, O), (N-1781: 6-Cl-pyridine-3-yl, 
COOMe, S, O), (N-1782: 5,6-diCl-pyridine-3-yl, COOMe, S, O), (N-1783: 5-C1- 
pyridine-2-yl, COOMe, S, O), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe, S, O), 
(N-1785: 4-ClCH 2 -Bn, COOMe, S, O), (N-1786: Bn, COOMe, S, O), (N-1787: 4- 
Cl-Bn, COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, O), (N-1789: 4-F-Bn, 

15 COOMe, S, O), (N-1790: 3,4-diCl-Bn, COOMe, S, O), (N-1791: 3,4-diBr-Bn, 
COOMe, S, O), (N-1792: 3,4-diF-Bn, COOMe, S, O), (N-1793: 4-Cl-Bz, COOMe, 
S, O), (N-1794: 3,4-diCl-Bz, COOMe, S, O), (N-1795: 4-Br-Bz, COOMe, S, O), 
(N-1796: 3,4-diBr-Bz, COOMe, S, O), (N-1797: 4-F-Bz, COOMe, S, O), (N-1798: 
3,4-diF-Bz, COOMe, S, O), (N-1799: 4-N0 2 -Bn, COOMe, S, O), (N-1800: 4-CN- 

20 Bn, COOMe, S, O), (N-1801: H, Ph, S, O), (N-1802: H, 4-F-Ph, S, O), (N-1803: H, 
4-Br-Ph, S, O), (N-1804: H, 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, O), (N- 
1806: H, 4-OMe-Ph, S, O), (N-1807: H, 4-tBu-Ph, S, O), (N-1808: H, 4- 
COOMe-Ph, S, O), (N-1809: H, 4-Pen-Ph, S, O), (N-1810: H, 4-N0 2 -Ph, S, O), 
(N-1811: H, 5-Cl-thiophene-2-yl, S, O), (N-1812: H, 3-Thienyl, S, O), (N-1813: 

25 H, 2-Py, S, O), (N-1814: H, 3-Py, S, O), (N-1815: H, 4-Py, S, O), (N-1816: H, 
3,4-diF-Ph, S, O), (N-1817: H, 5-Br-thiophene-2-yl, S, O), (N-1818: H, 4- 
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C0NH 2 -Ph, S, O), (N-1819: H, 4-C0N(Me)H-Ph, S, O), (N-1820: H, 4- 
C0N(Me)z-Ph, S, O), (N-1821: H, 4-iPrOC(=0)-Ph, S, O), (N-1822: H, 4- 
nBuOC(=0)-Ph, S, O), (N-1823: H, 6-Me-pyridine-3-yl, S, O), (N-1824: H, 
Quinoline-3-yl, S, O), (N-1825: H, 4-NHz-Ph, S, O), (N-1826: H, 4-N(Ac)H-Ph, S, 
5 O), (N-1827: H, 4-OH-Ph, S, O), (N-1828: H, 3,4-di(OH) 2 -Ph, S, O), (N-1829: H, 
3,4-di(NH 2 )-Ph, S, O), (N-1830: H, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1831: H, 4-SH- 
Ph, S, O), (N-1832: H, 4-SMe-Ph, S, O), (N-1833: H, 3,4-diBr-Ph, S, O), (N-1834: 
H, 4-N(Me)H-Ph, S, O), (N-1835: H, 4-N(Me) 2 -Ph, S, O), (N-1836: H, 4- . 
N(Me) 3 + -Ph, S, O), (N-1837: H, 4-Et-Ph, S, O), (N-1838: H, 4-iPr-Ph, S, O), 
10 (N-1839: H, 4-nPr-Ph, S, O), (N-1840: H, 4-nBu-Ph, S, O), (N-1841: H, 4-iBu- 
Ph, S, O), (N-1842: H, 3.4-diMe-Ph, S, O), (N-1843: H, l,3-Benzodioxole-5-yl, S, 
O), (N-1844: H, N-Me-pyridinium-4-yl, S, O), (N-1845: H, N-Me-pyridinium- 

3- yl, S, O), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N-1847: H, 2-Pyrazinyl, S, 
O), (N-1848: H, 3-Pyrrolyl, S, O), (N-1849: H, l-Me-pyrrole-3-yl, S, O), (N- 

15 1850: H, Pyridine N-oxide-4-yl, S, O), (N-1851: H, Pyridine N-oxide-3-yl, S, O), 
(N-1852: H, 6-OH-pyridine-3-yl, S, O), (N-1853: H, 6-SH-pyridine-3-yl, S, O), 
(N-1854: H, l-Ac-pyrrole-3-yl, S, O), (N-1855: H, 4-CF 3 -Ph, S, O), (N-1856: H, 

4- CN-Ph, S, O), (N-1857: H, 4-CHO-Ph, S, O), (N-1858: H, 3-Cl-Ph, S, O), (N- 
1859: H, 3-Br-Ph, S, O), (N-1860: H, 3-F-Ph, S, O), (N-1861: H, 3-I-Ph, S, O), 

20 (N-1862: H, 4-I-Ph, S, O), (N-1863: H, 4-OCF 3 -Ph, S, O), (N-1864: H, 3,4-diI-Ph, 
S, O), (N-1865: H, Indole-6-yl, S, O), (N-1866: H, l-Ac-indole-6-yl, S, O), (N- 
1867: H, l-Me-indole-6-yl, S, O), (N-1868: H, 4-(l-Imidazolyl)-Ph, S, O), (N- 
1869: H, 4-Morphorino-Ph, S, O), (N-1870: H, 4-(l-Piperazinyl)-Ph, S, O), (N- 
1871: H, 2:5-diMe-thiophene-3-yl, S, O), (N-1872: H, 2-Furyl, S, O), (N-1873: H, 

25 5-Me-furan-2-yl, S, O), (N-1874: H, 5-Me.furan-2-yl, S, O), (N-1875: H, 2- 
Thiazolyl, S, O), (N-1876: H, l:4-Benzodioxin-6-yl, S, O), (N-1877: H, 
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Benzo[b]furan-2-yl, S, O), (N-1878: H, 4-NH 2 CH2-Ph, S, O), (N-1879: H, 4- 
N(Me)HCH 2 -Ph, S, O), (N-1880: H, 4-N(Me) 2 CH 2 -Ph, S, O), (N-1881: H, 6-C1- 
pyridine-3-yl, S, O), (N-1882: H, 5,6-diCl-pyridine-3-yl, S, O), (N-1883: H, 5- 
Cl-pyridine-2-yl, S, O), (N-1884: H, 4:5-diCl-pyridine-2-yl, S, O), (N-1885: H, 
5 4-CICH2-B11, S, O), (N-1886: H, Bn, S, O), (N-1887: H, 4-Cl-Bn, S, O), (N-1888: 
H, 4-Br-Bn, S, O), (N-1889: H, 4-F-Bn, S, O), (N-1890: H, 3,4-diCl-Bn, S, O), 
(N-1891: H, 3,4-diBr-Bn, S, O), (N-1892: H, 3,4-diF-Bn, S, O), (N-1893: H, 4- 
Cl-Bz, S, O), (N-1894: H, 3,4-diCl-Bz, S, O), (N-1895: H, 4-Br-Bz, S, O), (N- 
1896: H, 3,4-diBr-Bz, S, O), (N-1897: H, 4-F-Bz, S, O), (N-1898: H, 3,4-diF-Bz, 

10 S, O), (N-1899: H, 4-N0 2 -Bn, S, O), (N-1900: H, 4-CN-Bn, S, O), (N-1901: Et, Ph, 
S, O), (N-1902: Et, 4-F-Ph, S, O), (N-1903: Et, 4-Br-Ph, S, O), (N-1904: Et, 4- 
Me-Ph, S, O), (N-1905: Et, 4-Ph-Ph, S, O), (N-1906: Et, 4-OMe-Ph, S, O), (N- 
1907: Et, 4-tBu-Ph, S, O), (N-1908: Et, 4-COOMe-Ph, S, O), (N-1909: Et, 4- 
Pen-Ph, S, O), (N-1910: Et, 4-N0 2 -Ph, S, O), (N-1911: Et, 5-Cl-thiophene-2-yl, 

15 S, O), (N-1912: Et, 3-Thienyl, S, O), (N-1913: Et, 2-Py, S, O), (N-1914: Et, 3-Py, 
S, O), (N-1916: Et, 4-Py, S, O), (N-1916: Et, 3,4-diF-Ph, S, O), (N-1917: Et, 5- 
Br-thiophene-2-yl, S, O), (N-1918: Et, 4-CONH 2 -Ph, S, O), (N-1919: Et, 4- 
CON(Me)H-Ph, S, O), (N-1920: Et, 4-CON(Me) 2 -Ph, S, O), (N-1921: Et, 4- 
iPrOC(=0)-Ph, S, O), (N-1922: Et, 4-nBuOC(=0)-Ph, S, O), (N-1923: Et, 6- 

20 Me-pyridine-3-yl, S, O), (N-1924: Et, Quinoline-3-yl, S, O), (N-1925: Et, 4- 
NH 2 -Ph, S, O), (N-1926: Et, 4-N(Ac)H-Ph, S, O), (N-1927: Et, 4-OH-Ph, S, O), 
(N-1928: Et, 3,4-di(OH) 2 -Ph, S, O), (N-1929: Et, 3,4-di(NH 2 )-Ph, S, O), (N-1930: 
Et, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1931:Et, 4-SH-Ph, S, O), (N-1932: Et, 4-SMe- 
Ph, S, O), (N-1933: Et, 3,4-diBr-Ph, S, O), (N-1934: Et, 4-N(Me)H-Ph, S, O), 

25 (N-1935: Et, 4-N(Me) 2 -Ph, S, O), (N-1936: Et, 4-N(Me) 3 + -Ph, S, O), (N-1937: Et, 
4-Et-Ph, S, O), (N-1938: Et, 4-iPr-Ph, S, O), (N-1939: Et, 4-nPr-Ph, S, O), (N- 
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1940: Et, 4-nBu-Ph, S, O), (N-1941: Et, 4-iBu-Ph, S, O), (N-1942: Et, 3,4- 
diMe-Ph, S, O), (N-1943: Et, l,3-Benzodioxole-5-yl, S, O), (N-1944: Et, N-Me- 
pyridinium-4-yl, S, 0), (N-1945: Et, N-Me-pyridinium-3-yl, S, O), (N-1946: Et, 
5-Me-Pyridine-2-yl, S, O), (N-1947: Et, 2-Pyrazinyl, S, O), (N-1948: Et, 3- 
5 Pyrrolyl, S, O), (N-1949: Et, l-Me-pyrrole-3-yl, S, O), (N-1950: Et, Pyridine 
N-oxide-4-yl, S, O), (N-1951: Et, Pyridine N-oxide-3-yl, S, O), (N-1952: Et, 6- 
OH-pyridine-3-yl, S, O), (N-1953: Et, 6-SH-pyridine-3-yl, S, O), (N-1954: Et, 
l-Ac-pyrrole-3-yl, S, O), (N-1955: Et, 4-CF 3 -Ph, S, O), (N-1956: Et, 4-CN-Ph, S, 
O), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-Cl-Ph, S, O), (N-1959: Et, 3- 
10 Br-Ph, S, O), (N-1960: Et, 3-F-Ph, S, O), (N-1961: Et, 3-I-Ph, S, O), (N-1962: Et, 
4-I-Ph, S, O), (N-1963: Et, 4-OCFs-Ph, S, O), (N-1964: Et, 3,4-diI-Ph, S, O), 
(N-1965: Et, Indole-6-yl, S, O), (N-1966: Et, l-Ac-indole-6-yl, S, O), (N-1967: Et, 
l-Me-indole-6-yl, S, O), (N-1968: Et, 4-(l-Imidazolyl)-Ph, S, O), (N-1969: Et, 

4- Morphorino-Ph, S, O), (N-1970: Et, 4-(l-Piperazinyl)-Ph, S, O), (N-1971: Et, 
15 2:5-diMe-thiophene-3-yl, S, O), (N-1972: Et, 2-Furyl, S, O), (N-1973: Et, 5- 

Me-furan-2-yl, S, O), (N-1974: Et, 5-Me-furan-2-yl, S, O), (N-1975: Et, 2- 
Thiazolyl, S, O), (N-1976: Et, l:4-Benzodioxin-6-yl, S, O), (N-1977: Et, 
Benzo[b]furan-2-yl, S, O), (N-1978: Et, 4-NH 2 CH 2 -Ph, S, O), (N-1979: Et, 4- 
N(Me)HCH 2 -Ph, S, O), (N-1980: Et, 4-N(Me) 2 CH 2 -Ph, S, O), (N-1981: Et, 6- 
20 Cl-pyridine-3-yl, S, O), (N-1982: Et, 5,6-diCl-pyridine-3-yl, S, O), (N-1983: Et, 

5- Cl-pyridine-2-yl, S, O), (N-1984: Et, 4:5-diCl-pyridine-2-yl, S, O), (N-1985: 
Et, 4-ClCH 2 -Bn, S, O), (N-1986: Et, Bn, S, O), (N-1987: Et, 4-Cl-Bn, S, O), 
(N-1988: Et, 4-Br-Bn, S, O), (N-1989: Et, 4-F-Bn. S, O), (N-1990: Et, 3,4-diCl- 
Bn, S, O), (N-1991: Et, 3,4-diBr-Bn, S, O), (N-1992: Et, 3,4-diF-Bn, S, 0), (N- 

25 1993: Et, 4-Cl-Bz, S, O), (N-1994: Et, 3,4-diCl-Bz, S, O), (N-1995: Et, 4-Br-Bz, 
S, O), (N-1996: Et, 3,4-diBr-Bz, S, O), (N-1997: Et, 4-F-Bz, S, O), (N-1998: Et, 
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3,4-diF-Bz, S, 0), (N-1999: Et, 4-N0 2 -Bn, S, O), (N-2000: Et, 4-CN-Bn, S, O), 
(N-2001: COOMe, Ph, S, O), (N-2002: COOMe, 4-F-Ph, S, O), (N-2003: COOMe, 
4-Br-Ph, S, 0), (N-2004: COOMe, 4-Me-Ph, S, O), (N-2005: COOMe, 4-Ph-Ph, S, 
O), (N-2006: COOMe, 4-OMe-Ph, S, O), (N-2007: COOMe, 4-tBu-Ph, S, O), (N- 
5 2008: COOMe, 4-COOMe-Ph, S, O), (N-2009: COOMe, 4-Pen-Ph, S, O), (N-2010: 
COOMe, 4-N0 2 -Ph, S, O), (N-2011: COOMe, 5-Cl-thiophene-2-yl, S, O), (N- 
2012: COOMe, 3-Thienyl, S, O), (N-2013: COOMe, 2-Py, S, O), (N-2014: COOMe, 

3- Py, S, O), (N-2015: COOMe, 4-Py, S, O), (N-2016: COOMe, 3,4-diF-Ph, S, O), 
(N-2017: COOMe, 5-Br-thiophene-2-yl, S, O), (N-2018: COOMe, 4-CONH 2 -Ph, 

10 S, O), (N-2019: COOMe, 4-CON(Me)H-Ph, S, O), (N-2020: COOMe, 4- 
CON(Me) 2 -Ph, S, O), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, O), (N-2022: 
COOMe, 4-nBuOC(=0)-Ph, S, O), (N-2023: COOMe, 6-Me-pyridine-3-yl, S, O), 
(N-2024: COOMe, Quinoline-3-yl, S, O), (N-2025: COOMe, 4-NH 2 -Ph, S, O), 
(N-2026: COOMe, 4-N(Ac)H-Ph, S, O), (N-2027: COOMe, 4-OH-Ph, S, O), (N- 

15 2028: COOMe, 3,4-di(OH) 2 -Ph, S, O), (N-2029: COOMe, 3,4-di(NH 2 )-Ph, S, O), 
(N-2030: COOMe, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-2031: COOMe, 4-SH-Ph, S, O), 
(N-2032: COOMe, 4-SMe-Ph, S, O), (N-2033: COOMe, 3,4-diBr-Ph, S, O), (N- 
2034: COOMe, 4-N(Me)H-Ph, S, O), (N-2035: COOMe, 4-N(Me) 2 -Ph, S, O), (N- 
2036: COOMe, 4-N(Me) 3 + -Ph, S, O), (N-2037: COOMe, 4-Et-Ph, S, O), (N-2038: 

20 COOMe, 4-iPr-Ph, S, O), (N-2039: COOMe, 4-nPr-Ph, S, O), (N-2040: COOMe, 

4- nBu-Ph, S, O), (N-2041: COOMe, 4-iBu-Ph, S, O), (N-2042: COOMe, 3,4- 
diMe-Ph, S, O), (N-2043: COOMe, l,3-Benzodioxole-5-yl, S, O), (N-2044: 
COOMe, N-Me-pyridinium-4-yl, S, O), (N-2045: COOMe, N-Me-pyridinium-3- 
yl. S, O), (N-2046: COOMe, 5-Me-Pyridine-2-yl, S, O), (N-2047: COOMe, 2- 

25 Pyrazinyl, S, O), (N-2048: COOMe, 3-Pyrrolyl, S, O), (N-2049: COOMe, 1-Me- 
pyrrole-3-yl, S, O), (N-2050: COOMe, Pyridine N-oxide-4-yl, S, O), (N-2051: 
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COOMe, Pyridine N-oxide-3-yl, S, O), (N-2052: COOMe, 6-OH-pyridine-3-yl, S, 
O), (N-2053: COOMe, 6-SH-pyridine-3-yl, S, O), (N-2054: COOMe, 1-Ac- 
pyrrole-3-yl, S, O), (N-2055: COOMe, 4-CFa-Ph, S, O), (N-2056: COOMe, 4- 
CN-Ph, S, O), (N-2057: COOMe, 4-CHO-Ph, S, O), (N-2058: COOMe, 3-Cl-Ph, S, 
5 O), (N-2059: COOMe, 3-Br-Ph, S, O), (N-2060: COOMe, 3-F-Ph, S, O), (N-2061: 
COOMe, 3-I-Ph, S, O), (N-2062: COOMe, 4-I-Ph, S, O), (N-2063: COOMe, 4- 
OCF 3 -Ph, S, O), (N-2064: COOMe, 3,4-diI-Ph, S, O), (N-2065: COOMe, Indole- 
6-yl, S, O), (N-2066: COOMe, l-Ac-indole-6-yl, S, O), (N-2067: COOMe, 1-Me- 
indole-6-yl, S, O), (N-2068: COOMe, 4-(l-Imidazolyl)-Ph, S, O), (N-2069: 

10 COOMe, 4-Morphorino-Ph, S, O), (N-2070: COOMe, 4-(l-Piperazinyl)-Ph, S, O), 
(N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, O), (N-2072: COOMe, 2-Furyl, S, 
O), (N-2073: COOMe, 5-Me-furan-2-yl, S, O), (N-2074: COOMe, 5-Me-furan-2- 
yl, S, O), (N-2076: COOMe, 2-Thiazolyl, S, O), (N-2076: COOMe, 1:4- 
Benzodioxin-6-yl, S, O), (N-2077: COOMe, Benzo[b]furan-2-yl, S, O), (N-2078: 

15 COOMe, 4-NH 2 CH 2 -Ph, S, O), (N-2079: COOMe, 4-N(Me)HCHa-Ph, S, O), (N- 
2080: COOMe, 4-N(Me) 2 CH 2 -Ph, S, O), (N-2081: COOMe, 6-Cl-pyridine-3-yl, S, 
O), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, O), (N-2083: COOMe, 5-C1- 
pyridine-2-yl, S, O), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, O), (N-2085: 
COOMe, 4-ClCH2-Bn, S, O), (N-2086: COOMe, Bn, S, O), (N-2087: COOMe, 4- 

20 Cl-Bn, S, O), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: COOMe, 4-F-Bn, S, O), 
(N-2090: COOMe, 3,4-diCl-Bn, S, O), (N-2091: COOMe, 3,4-diBr-Bn, S, 0), 
(N-2092: COOMe, 3,4-diF-Bn, S, O), (N-2093: COOMe, 4-Cl-Bz, S, O), (N-2094: 
COOMe, 3,4-diCl-Bz, S, O), (N-2095: COOMe, 4-Br-Bz, S, O), (N-2096: COOMe, 
3,4-diBr-Bz, S, O), (N-2097: COOMe, 4-F-Bz, S, O), (N-2098: COOMe, 3,4-diF- 

25 Bz, S, O), (N-2099: COOMe, 4-N0 2 -Bn, S, O), (N-2100: COOMe, 4-CN-Bn, S, O), 
(N-2101: Ph, Me, O, O), (N-2102: 4-F-Ph, Me, O, O), (N-2103: 4-Br-Ph, Me, O, 

109 



WO 01/07423 



PCT/JPOO/04909 



O), (N-2104: 4-Me-Ph, Me, O, O), (N-2105: 4-Ph-Ph, Me, O, O), (N-2106: 4- 
OMe-Ph, Me, O, O), (N-2107: 4-tBu-Ph, Me, O, O), (N-2108: 4-COOMe-Ph, Me, 
0, O), (N-2109: 4-Pen-Ph, Me, O, O), (N-2110: 4-N0 2 -Ph, Me, O, 0), (N-2111: 
5-Cl-thiophene-2-yl, Me, O, O), (N-2112: 3-Thienyl, Me, O, O), (N-2113: 2-Py, 
5 Me, O, O), (N-2114: 3-Py, Me, O, O), (N-2115: 4-Py, Me, O, O), (N-2116: 3,4- 
diF-Ph, Me, O, 0), (N-2117: 5-Br-thiophene-2-yl, Me, O, O), (N-2118: 4- 
CONH2-Ph, Me, O, O), (N-2119: 4-CON(Me)H-Ph, Me, O, O), (N-2120: 4- 
CON(Me) 2 -Ph, Me, O, O), (N-2121: 4-iPrOC(=0)-Ph, Me, O, O), (N-2122: 4- 
nBuOC(=0)-Ph, Me, O, O), (N-2123: 6-Me-pyridine-3-yl, Me, O, O), (N-2124: 

10 Quinoline-3-yl, Me, O, O), (N-2125: 4-NH 2 -Ph, Me, O, O), (N-2126: 4-N(Ac)H- 
Ph, Me, O, O), (N-2127: 4-OH-Ph, Me, O, O), (N-2128: 3,4-di(OH) 2 -Ph, Me, O, O), 
(N-2129: 3,4-di(NH 2 )-Ph, Me, O, O), (N-2130: 3:4-[N(Ac)H] 2 -Ph, Me, O, O), 
(N-2131: 4-SH-Ph, Me, O, O), (N-2132: 4-SMe-Ph, Me, O, O), (N-2133: 3,4- 
diBr-Ph, Me, O, O), (N-2134: 4-N(Me)H-Ph, Me, O, O), (N-2135: 4-N(Me) 2 -Ph, 

15 Me, O, O), (N-2136: 4-N(Me) 3 +-Ph, Me, O, O), (N-2137: 4-Et-Ph, Me, O, O), 
(N-2138: 4-iPr-Ph, Me, O, O), (N-2139: 4-nPr-Ph, Me, O, O), (N-2140: 4-nBu-Ph, 
Me, O, O), (N-2141: 4-iBu-Ph, Me, O, O), (N-2142: 3,4-diMe-Ph, Me, O, O). 
(N-2143: l,3-Benzodioxole-5-yl, Me, O, O), (N-2144: N-Me-pyridinium-4-yl, Me, 
0, O), (N-2145: N-Me-pyridinium-3-yl, Me, O, O), (N-2146: 5-Me-Pyridine-2-yl, 

20 Me, O, O), (N-2147: 2-Pyrazinyl, Me, O, O), (N-2148: 3-Pyrrolyl, Me, O, O), 
(N-2149: l-Me-pyrrole-3-yl, Me, O, O), (N-2150: Pyridine N-oxide-4-yl, Me, O, 
O), (N-2151: Pyridine N-oxide-3-yl, Me, O, O), (N-2152: 6-OH-pyridine-3-yl, Me, 
O, O), (N-2153: 6-SH-pyridine-3-yl, Me, O, O), (N-2154: l-Ac-pyrrole-3-yl, Me, 
O, O), (N-2155: 4-CF 3 -Ph, Me, O, O), (N-2156: 4-CN-Ph, Me, O, O), (N-2157: 

25 4-CHO-Ph, Me, O, O), (N-2158: 3-Cl-Ph, Me, O, O), (N-2159: 3-Br-Ph, Me, O, O), 
(N-2160: 3-F-Ph, Me, O, O), (N-2161: 3-I-Ph, Me, O, O), (N-2162: 4-I-Ph, Me, O, 
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0), (N-2163: 4-OCF 3 -Ph, Me, O, O), (N-2164: 3,4-diI-Ph, Me, 0, O), (N-2165: 
Indole-6-yl, Me, O, O), (N-2166: l-Ac-indole-6-yl, Me, O, O), (N-2167: 1-Me- 
indole-6-yl, Me, O, O), (N-2168: 4-(l-Imidazolyl)-Ph, Me, O, 0), (N-2169: 4- 
Morphorino-Ph, Me, O, O), (N-2170: 4-(l-Piperazinyl)-Ph, Me, O, O), (N-2171: 
5 2:5-diMe-thiophene-3-yl, Me, O, O), (N-2172: 2-Furyl, Me, O, 0), (N-2173: 5- 
Me-furan-2-yl, Me, O, O), (N-2174: 5-Me-furan-2-yl, Me, O, 0), (N-2175: 2- 
Thiazolyl, Me, O, O), (N-2176: l:4-Benzodioxin-6-yl, Me, O, O), (N-2177: 
Benzo[b]furan-2-yl, Me, O, O), (N-2178: 4-NH2CH2-Ph, Me, O, O), (N-2179: 4- 
N(Me)HCH 2 -Ph, Me, O, O), (N-2180: 4-N(Me) 2 CH2-Ph, Me, O, O), (N-2181: 6- 

10 Cl-pyridine-3-yl, Me, O, O), (N-2182: 5,6-diCl-pyridine-3-yl, Me, O, O), (N- 
2183: 5-Cl-pyridine-2-yl, Me, O, O), (N-2184: 4:5-diCl-pyridine-2-yl, Me, O, O), 
(N-2185: 4-ClCH2-Bn, Me, O, O), (N-2186: Bn, Me, O, O), (N-2187: 4-Cl-Bn, Me, 
0, O), (N-2188: 4-Br-Bn, Me, O, O), (N-2189: 4-F-Bn, Me, O, O), (N-2190: 3,4- 
diCl-Bn, Me, O, O), (N-2191: 3,4-diBr-Bn, Me, O, O), (N-2192: 3,4-diF-Bn, Me, 

15 O, O), (N-2193: 4-Cl-Bz, Me, O, O), (N-2194: 3,4-diCl-Bz, Me, O, O), (N-2195: 
4-Br-Bz, Me, O, O), (N-2196: 3,4-diBr-Bz, Me, O, O), (N-2197: 4-F-Bz, Me, O, O), 
(N-2198: 3,4-diF-Bz, Me, O, O), (N-2199: 4-N0 2 -Bn, Me, O, O), (N-2200: 4- 
CN-Bn, Me, O, O), (N-2201: Ph, Et, O, O), (N-2202: 4-F-Ph, Et, O, O), (N-2203: 
4-Br-Ph, Et, O, O), (N-2204: 4-Me-Ph, Et, O, O), (N-2205: 4-Ph-Ph, Et, O, O), 

20 (N-2206: 4-OMe-Ph, Et, O, O), (N-2207: 4-tBu-Ph, Et, O, O), (N-2208: 4- 
COOMe-Ph, Et, O, O), (N-2209: 4-Pen-Ph, Et, O, O), (N-2210: 4-N0 2 -Ph, Et, O, 
O), (N-2211: 5-Cl-thiophene-2-yl, Et, O, 0), (N-2212: 3-Thienyl, Et, O, O), (N- 
2213: 2-Py, Et, O, O), (N-2214: 3-Py, Et, O, O), (N-2215: 4-Py, Et, O, O), (N- 
2216: 3,4-diF-Ph, Et, O, O), (N-2217: 5-Br-thiophene-2-yl, Et, O, O), (N-2218: 

25 4-CONH 2 -Ph, Et, O, O), (N-2219: 4-C0N(Me)H-Ph, Et, O, O), (N-2220: 4- 
CON(Me) 2 -Ph, Et, O, O), (N-2221: 4-iPrOC(=0)-Ph, Et, O, O), (N-2222: 4- 
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nBuOC(=0)-Ph, Et, O, O), (N-2223: 6-Me-pyridine-3-yl, Et, O, O), (N-2224: 
Quinoline-3-yl, Et, O, O), (N-2225: 4-NH 2 -Ph, Et, O, O), (N-2226: 4-N(Ac)H-Ph, 
Et, O, O), (N-2227: 4-OH-Ph, Et, O, O), (N-2228: 3,4-di(OH) 2 -Ph, Et, O, O), 
(N-2229: 3,4-di(NH 2 )-Ph, Et, O, O), (N-2230: 3:4-[N(Ac)H] 2 -Ph, Et, O, O), (N- 
5 2231: 4-SH-Ph, Et, O, O), (N-2232: 4-SMe-Ph, Et, O, O), (N-2233: 3,4-diBr-Ph, 
Et, O, 0), (N-2234: 4-N(Me)H-Ph, Et, O, O), (N-2235: 4-N(Me) 2 -Ph, Et, O, O), 
(N-2236: 4-N(Me) 3 + -Ph, Et, O, O), (N-2237: 4-Et-Ph, Et, O, O), (N-2238: 4-iPr- 
Ph, Et, O, O), (N-2239: 4-nPr-Ph, Et, O, O), (N-2240: 4-nBu-Ph, Et, O, O), (N- 
2241: 4-iBu-Ph, Et, O, O), (N-2242: 3,4-diMe-Ph, Et, O, O), (N-2243: 1,3- 

10 Benzodioxole-5-yl, Et, O, O), (N-2244: N-Me-pyridinium-4-yl, Et, O, O), (N- 
2245: N-Me-pyridinium-3-yl, Et, O, O), (N-2246: 5-Me-Pyridine-2-yl, Et, O, O), 
(N-2247: 2-Pyrazinyl, Et, O, O), (N-2248: 3-Pyrrolyl, Et, O, O), (N-2249: 1- 
Me-pyrrole-3-yl, Et, O, O), (N-2250: Pyridine N-oxide-4-yl, Et, O, 0), (N-2251: 
Pyridine N-oxide-3-yl, Et, O, O), (N-2252: 6-OH-pyridine-3-yl, Et, O, O), (N- 

15 2253: 6-SH-pyridine-3-yl, Et, O, O), (N-2254: l-Ac-pyrrole-3-yl, Et, O, O), (N- 
2255: 4-CFa-Ph, Et, O, O), (N-2256: 4-CN-Ph, Et, O, O), (N-2257: 4-CHO-Ph, Et, 
O, O), (N-2258: 3-Cl-Ph, Et, O, O), (N-2259: 3-Br-Ph, Et, O, O), (N-2260: 3-F- 
Ph, Et, O, O), (N-2261: 3-I-Ph, Et, O, O), (N-2262: 4-I-Ph, Et, O, O), (N-2263: 
4-OCFs-Ph, Et, O, O), (N-2264: 3,4-diI-Ph, Et, O, O), (N-2265: Indole-6-yl, Et, O, 

20 O), (N-2266: l-Ac-indole-6-yl, Et, 0, O), (N-2267: l-Me-indole-6-yl, Et, O, O), 
(N-2268: 4-(l-Imidazolyl)-Ph, Et, 0, O), (N-2269: 4-Morphorino-Ph, Et, O, O), 
(N-2270: 4-(l-Piperazinyl)-Ph, Et, O, O), (N-2271: 2:5-diMe-thiophene-3-yl, Et, 
O, O), (N-2272: 2-Furyl, Et, O, O), (N-2273: 5-Me-furan-2-yl, Et, O, O), (N- 
2274: 5-Me-furan-2-yl, Et, O, O), (N-2275: 2-Thiazolyl, Et, O, O), (N-2276: 

25 l:4-Benzodioxin-6-yl, Et, O, O), (N-2277: Benzo[b]furan-2-yl, Et, O, O), (N- 
2278: 4-NH 2 CH 2 -Ph, Et, O, O), (N-2279: 4-N(Me)HCH 2 -Ph, Et, O, 0), (N-2280: 
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4-N(Me) 2 CH 2 -Ph, Et, O, O), (N-2281: 6-Cl-pyridine-3-yl, Et, O, O), (N-2282: 
5,6-diCl-pyridine-3-yl, Et, O, O), (N-2283: 5-Cl-pyridine-2-yl, Et, O, O), (N- 
2284: 4:5-diCl-pyridine-2-yl, Et, O, O), (N-2285: 4-ClCH 2 -Bn, Et, O, O), (N- 
2286: Bn, Et, O, O), (N-2287: 4-Cl-Bn, Et, O, O), (N-2288: 4-Br-Bn, Et, O, O), 
5 (N-2289: 4-F-Bn, Et, O, O), (N-2290: 3,4-diCl-Bn, Et, O, O), (N-2291: 3,4- 
diBr-Bn, Et, O, 0), (N-2292: 3,4-diF-Bn, Et, O, O), (N-2293: 4-Cl-Bz, Et, O, O), 
(N-2294: 3,4-diCl-Bz, Et, O, O), (N-2295: 4-Br-Bz, Et, O, O), (N-2296: 3,4- 
diBr-Bz, Et, O, O), (N-2297: 4-F-Bz, Et, O, O), (N-2298: 3,4-diF-Bz, Et, O, O), 
(N-2299: 4-N0 2 -Bn, Et, O, O), (N-2300: 4-CN-Bn, Et, O, O), (N-2301: Ph, 

10 COOMe, O, O), (N-2302: 4-F-Ph, COOMe, O, O), (N-2303: 4-Br-Ph, COOMe, O, 
O), (N-2304: 4-Me-Ph, COOMe, O, O), (N-2305: 4-Ph-Ph, COOMe, O, O), (N- 
2306: 4-OMe-Ph, COOMe, O, O), (N-2307: 4-tBu-Ph, COOMe, O, O), (N-2308: 
4-COOMe-Ph, COOMe, O, O), (N-2309: 4-Pen-Ph, COOMe, O, O), (N-2310: 4- 
NOa-Ph, COOMe, O, O), (N-2311: 5-Cl-thiophene-2-yl, COOMe, O, O), (N-2312: 

15 3-Thienyl, COOMe, O, O), (N-2313: 2-Py, COOMe, O; O), (N-2314: 3-Py, 
COOMe, O, O), (N-2315: 4-Py, COOMe, O, O), (N-2316: 3,4-diF-Ph, COOMe, O, 
O), (N-2317: 5-Br-thiophene-2-yl, COOMe, O, O), (N-2318: 4-CONH 2 -Ph, 
COOMe, O, O), (N-2319: 4-CON(Me)H-Ph, COOMe, O, O), (N-2320: 4- 
CON(Me) 2 -Ph, COOMe, O, O), (N-2321: 4-iPrOC(=0)-Ph, COOMe, O, O), (N- 

20 2322: 4-nBuOC(=0)-Ph, COOMe, O, O), (N-2323: 6-Me-pyridine-3-yl, COOMe, 
O, O), (N-2324: Quinoline-3-yl, COOMe, O, O), (N-2325: 4-NH 2 -Ph, COOMe, O, 
O), (N-2326: 4-N(Ac)H-Ph, COOMe, O, O), (N-2327: 4-OH-Ph, COOMe, O, O), 
(N-2328: 3,4-di(OH) 2 -Ph, COOMe, O, O), (N-2329: 3,4-di(NH 2 )-Ph, COOMe, O, 
O), (N-2330: 3:4-[N(Ac)H] 2 -Ph, COOMe, O, O), (N-2331: 4-SH-Ph, COOMe, O, 

25 O), (N-2332: 4-SMe-Ph, COOMe, O, O), (N-2333: 3,4-diBr-Ph, COOMe, O, O), 
(N-2334: 4-N(Me)H-Ph, COOMe, O, O), (N-2335: 4-N(Me) 2 -Ph, COOMe, O, O), 
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(N-2336: 4-N(Me) 3 + -Ph, COOMe, O, O), (N-2337: 4-Et-Ph, COOMe, O, O), (N- 
2338: 4-iPr-Ph, COOMe, O, O), (N-2339: 4-nPr-Ph, COOMe, O, O), (N-2340: 4- 
nBu-Ph, COOMe, O, O), (N-2341: 4-iBu-Ph, COOMe, O, O), (N-2342: 3,4- 
diMe-Ph, COOMe, O, O), (N-2343: l,3-Benzodioxole-5-yl, COOMe, O, O), (N- 
5 2344: N-Me-pyridinium-4-yl, COOMe, O, O), (N-2345: N-Me-pyridinium-3-yl, 
COOMe, O, O), (N-2346: 5-Me-Pyridine-2-yl, COOMe, O, O), (N-2347: 2- 
Pyrazinyl, COOMe, O, O), (N-2348: 3-Pyrrolyl, COOMe, O, O), (N-2349: 1- 
Me-pyrrole-3-yl, COOMe, O, O), (N-2350: Pyridine N-oxide-4-yl, COOMe, O, O), 
(N-2351: Pyridine N-oxide-3-yl, COOMe, O, O), (N-2352: 6-OH-pyridine-3-yl, 

10 COOMe, O, O), (N-2353: 6-SH-pyridine-3-yl, COOMe, O, O), (N-2354: 1-Ac- 
pyrrole-3-yl, COOMe, O, O), (N-2355: 4-CFs-Ph, COOMe, O, O), (N-2356: 4- 
CN-Ph, COOMe, O, O), (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph, 
COOMe, O, O), (N-2359: 3-Br-Ph, COOMe, O, O), (N-2360: 3-F-Ph, COOMe, O, 
O), (N-2361: 3-I-Ph, COOMe, O, O), (N-2362: 4-I-Ph, COOMe, O, O), (N-2363: 

15 4-OCF 3 -Ph, COOMe, O, O), (N-2364: 3,4-diI-Ph, COOMe, O, O), (N-2365: 
Indole-6-yl, COOMe, O, O), (N-2366: l-Ac-indole-6-yl, COOMe, O, O), (N-2367: 
l-Me-indole-6-yl, COOMe, O, O), (N-2368: 4-(l-Imidazolyl)-Ph, COOMe, O, O), 
(N-2369: 4-Morphorino-Ph, COOMe, O, O), (N-2370: 4-(l-Piperazinyl)-Ph, 
COOMe, 0, O), (N-2371: 2:5-diMe-thiophene-3-yl, COOMe, O, O), (N-2372: 2- 

20 Furyl, COOMe, O, O), (N-2373: 5-Me-furan-2-yl, COOMe, O, O), (N-2374: 5- 
Me-furan-2-yl, COOMe, O, O), (N-2375: 2-Thiazolyl, COOMe, O, O), (N-2376: 
l:4-Benzodioxin-6-yl, COOMe, O, O), (N-2377: Benzo[b]furan-2-yl, COOMe, O, 
O), (N-2378: 4-NH 2 CH 2 -Ph, COOMe, O, O), (N-2379: 4-N(Me)HCH 2 -Ph, COOMe, 
O, O), (N-2380: 4-N(Me) 2 CH 2 -Ph, COOMe, O, O), (N-2381: 6-Cl-pyridine-3-yl, 

25 COOMe, O, O), (N-2382: 5,6-diCl-pyridine-3-yl, COOMe, O, O), (N-2383: 5-C1- 
pyridine-2-yl, COOMe, O, 0), (N-2384: 4:5-diCl-pyridine-2-yl, COOMe, O, O), 
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(N-2385: 4-ClCH 2 -Bn, COOMe, O, O), (N-2386: Bn, COOMe, O, O), (N-2387: 
4-Cl-Bn, COOMe, O, O), (N-2388: 4-Br-Bn, COOMe, O, O), (N-2389: 4-F-Bn, 
COOMe, O, O), (N-2390: 3,4-diCl-Bn, COOMe, O, 0), (N-2391: 3,4-diBr-Bn, 
COOMe, O, O), (N-2392: 3,4-diF-Bn, COOMe, O, O), (N-2393: 4-Cl-Bz, COOMe, 
5 O, O), (N-2394: 3,4-diCl-Bz, COOMe, O, O), (N-2395: 4-Br-Bz, COOMe, O, O), 
(N-2396: 3,4-diBr-Bz, COOMe, O, O), (N-2397: 4-F-Bz, COOMe, O, O), (N-2398: 
3,4-diF-Bz, COOMe, O, O), (N-2399: 4-NOz-Bn, COOMe, O, O), (N-2400: 4- 
CN-Bn, COOMe, O, O), (N-2401: H, Ph, O, O), (N-2402: H, 4-F-Ph, O, O), (N- 
2403: H, 4-Br-Ph, O, O), (N-2404: H, 4-Me-Ph, O, O), (N-2405: H, 4-Ph-Ph, O, O), 

10 (N-2406: H, 4-OMe-Ph, O, O), (N-2407: H, 4-tBu-Ph, O, O), (N-2408: H, 4- 
COOMe-Ph, O, O), (N-2409: H, 4-Pen-Ph, O, O), (N-2410: H, 4-N0 2 -Ph, O, O), 
(N-2411: H, 5-Cl-thiophene-2-yl, O, O), (N-2412: H, 3-Thienyl, O, O), (N-2413: 
H, 2-Py, O, O), (N-2414: H, 3-Py, O, O), (N-2415: H, 4-Py, O, O), (N-2416: H, 
3,4-diF-Ph, O, O), (N-2417: H, 5-Br-thiophene-2-yl, O, O), (N-2418: H, 4- 

15 CONH 2 -Ph, O, O), (N-2419: H, 4-CON(Me)H-Ph, O, O), (N-2420: H, 4- 
CON(Me) 2 -Ph, O, O), (N-2421: H, 4-iPrOC(=0)-Ph, O, O), (N-2422: H, 4- 
nBuOC(=0)-Ph, O, O), (N-2423: H, 6-Me-pyridine-3-yl, O, O), (N-2424: H, 
Quinoline-3-yl, O, O), (N-2425: H, 4-NHa-Ph, O, O), (N-2426: H, 4-N(Ac)H-Ph, 
O, O), (N-2427: H, 4-OH-Ph, O, O), (N-2428: H, 3,4-di(OH) 2 -Ph, O, O), (N-2429: 

20 H, 3,4-di(NH 2 )-Ph, O, O), (N-2430: H, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2431: H, 4- 
SH-Ph, O, O), (N-2432: H, 4-SMe-Ph, O, O), (N-2433: H, 3,4-diBr-Ph, O, O), 
(N-2434: H, 4-N(Me)H-Ph, O, O), (N-2435: H, 4-N(Me) 2 -Ph, O, O), (N-2436: H, 
4-N(Me) 3 + -Ph, O, O), (N-2437: H, 4-Et-Ph, O, O), (N-2438: H, 4-iPr-Ph, O, O), 
. (N-2439: H, 4-nPr-Ph, O, O), (N-2440: H, 4-nBu-Ph, O, O), (N-2441: H, 4-iBu- 

25 Ph, O, O), (N-2442: H, 3,4-diMe-Ph, O, O), (N-2443: H, l,3-Benzodioxole-5-yl, O, 
O), (N-2444: H, N-Me-pyridinium-4-yl, O, O), (N-2445: H, N-Me-pyridinium- 
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3- yl, 0, O), (N-2446: H, 5-Me-Pyridine-2-yl, O, O), (N-2447: H, 2-Pyrazinyl, O, 
O), (N-2448: H, 3-Pyrrolyl, 0, O), (N-2449: H, l-Me-pyrrole-3-yl, O, O), (N- 
2450: H, Pyridine N-oxide-4-yl, O, O), (N-2451: H, Pyridine N-oxide-3-yl, O, O), 
(N-2452: H, 6-OH-pyridine-3-yl, O, O), (N-2453: H, 6-SH-pyridine-3-yl, O, O), 

5 (N-2454: H, l-Ac-pyrrole-3-yl, 0, O), (N-2455: H, 4-CFa-Ph, O, O), (N-2456: H, 

4- CN-Ph, O, O), (N-2457: H, 4-CHO-Ph, O, O), (N-2458: H, 3-Cl-Ph, O, 0). (N- 
2459: H, 3-Br-Ph, O, O), (N-2460: H, 3-F-Ph, O, O), (N-2461: H, 3-I-Ph, O, O), 
(N-2462: H, 4-I-Ph, O, O), (N-2463: H, 4-OCFa-Ph, O, O), (N-2464: H, 3,4-diI- 
Ph, O, O), (N-2465: H, Indole-6-yl, O, O), (N-2466: H, l-Ac-indole-6-yl, O, O), 

10 (N-2467: H, l-Me-indole-6-yl, O, O), (N-2468: H, 4-(l-Imidazolyl)-Ph, O, O), 
(N-2469: H, 4-Morphorino-Ph, O, O), (N-2470: H, 4-(l-Piperazinyl)-Ph, O, O), 
(N-2471: H, 2:5-diMe-thiophene-3-yl, O, O), (N-2472: H, 2-Furyl, O, O), (N- 
2473: H, 5-Me-furan-2-yl, O, O), (N-2474: H, 5-Me-furan-2-yl, O, O), (N-2475: H, 
2-Thiazolyl, O, O), (N-2476: H, l:4-Benzodioxin-6-yl, O, O), (N-2477: H, 

15 Benzo[b]furan-2-yl, O, O), (N-2478: H, 4-NH 2 CH 2 -Ph, O, O), (N-2479: H, 4- 
N(Me)HCH 2 -Ph, O, O), (N-2480: H, 4-N(Me) 2 CH 2 -Ph, O, O), (N-2481: H, 6-C1- 
pyridine-3-yl, O, O), (N-2482: H, 5,6-diCl-pyridine-3-yl, O, O), (N-2483: H, 5- 
Cl-pyridine-2-yl, O, O), (N-2484: H, 4:5-diCl-pyridine-2-yl, O, O), (N-2485: H, 
4-ClCH 2 -Bn, O, O), (N-2486: H, Bn, O, O), (N-2487: H, 4-Cl-Bn, O, O), (N-2488: 

20 H, 4-Br-Bn, O, O), (N-2489: H, 4-F-Bn, O, O), (N-2490: H, 3,4-diCl-Bn, O, O), 
(N-2491: H, 3,4-diBr-Bn, O, O), (N-2492: H, 3,4-diF-Bn, O, O), (N-2493: H, 4- 
Cl-Bz, O, O), (N-2494: H, 3,4-diCl-Bz, O, O), (N-2495: H, 4-Br-Bz, O, O), (N- 
2496: H, 3,4-diBr-Bz, O, O), (N-2497: H, 4-F-Bz, O, O), (N-2498: H, 3,4-diF-Bz, 
O, O), (N-2499: H, 4-N0 2 -Bn, O, O), (N-2500: H, 4-CN-Bn, O, O), (N-2501: Me, 

25 Ph, O, O), (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph, O, O), (N-2504: 
Me, 4-Me-Ph, 0, O), (N-2505: Me, 4-Ph-Ph, 0, 0), (N-2506: Me, 4-OMe-Ph, O, 
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0), (N-2507: Me, 4-tBu-Ph, O, O), (N-2508: Me, 4-COOMe-Ph, O, O), (N-2509: 
Me, 4-Pen-Ph, O, O), (N-2510: Me, 4-N0 2 -Ph, O, O), (N-2511: Me, 5-C1- 
thiophene-2-yl, O, O), (N-2512: Me, 3-Thienyl, O, O), (N-2513: Me, 2-Py, O, O), 
(N-2514: Me, 3-Py, O, O), (N-2515: Me, 4-Py, O, O), (N-2516: Me, 3,4-diF-Ph, O, 
5 O), (N-2517: Me, 5-Br-thiophene-2-yl, O, O), (N-2518: Me, 4-CONHa-Ph, O, O), 
(N-2519: Me, 4-CON(Me)H-Ph, O, O), (N-2520: Me, 4-CON(Me) 2 -Ph, O, O), 
(N-2521: Me, 4-iPrOC(=0)-Ph, O, O), (N-2522: Me, 4-nBuOC(=0)-Ph, O, O), 
(N-2523: Me, 6-Me-pyridine-3-yl, O, O), (N-2524: Me, Quinoline-3-yl, O, O), 
(N-2525: Me, 4-NH 2 -Ph, O, O), (N-2526: Me, 4-N(Ac)H-Ph, O, O), (N-2527: Me, 

10 4-OH-Ph, O, O), (N-2528: Me, 3,4-di(OH) 2 -Ph, O, O), (N-2529: Me, 3,4- 
di(NH 2 )-Ph, O, O), (N-2530: Me, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2531: Me, 4-SH- 
Ph, O, O), (N-2532: Me, 4-SMe-Ph, O, O), (N-2533: Me, 3,4-diBr-Ph, O, O), 
(N-2534: Me, 4-N(Me)H-Ph, O, O), (N-2535: Me, 4-N(Me) 2 -Ph, O, O), (N-2536: 
Me, 4-N(Me) 3 + -Ph, O, O), (N-2537: Me, 4-Et-Ph, O, O), (N-2538: Me, 4-iPr-Ph, O, 

15 O), (N-2539: Me, 4-nPr-Ph, O, O), (N-2540: Me, 4-nBu-Ph, O, O), (N-2541: Me, 
4-iBu-Ph, O, O), (N-2542: Me, 3,4-diMe-Ph, O, O), (N-2543: Me, 1,3- 
Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, O, O), (N-2545: 
Me, N-Me-pyridinium-3-yl, O, O), (N-2546: Me, 5-Me-Pyridine-2-yl, O, O), 
(N-2547: Me, 2-Pyrazinyl, O, O), (N-2548: Me, 3-Pyrrolyl, O, O), (N-2549: Me, 

20 l-Me-pyrrole-3-yl, O, O), (N-2550: Me, Pyridine N-oxide-4-yl, O, O), (N-2551: 
Me, Pyridine N-oxide-3-yl, O, O), (N-2552: Me, 6-OH-pyridine-3-yl, O, O), (N- 
2553: Me, 6-SH-pyridine-3-yl, O, O), (N-2554: Me, l-Ac-pyrrole-3-yl, O, O), 
(N-2555: Me, 4-CF 3 -Pli, O, O), (N-2556: Me, 4-CN-Ph, O, O), (N-2557: Me, 4- 
CHO-Ph, O, O), (N-2558: Me, 3-Cl-Ph, O, O), (N-2559: Me, 3-Br-Ph, O, O), (N- 

25 2560: Me, 3-F-Ph, O, O), (N-2561: Me, 3-I-Ph, O, O), (N-2562: Me, 4-I-Ph, O, O), 
(N-2563: Me, 4-OCF 3 -Ph, O, O), (N-2564: Me, 3,4-diI-Ph, O, O), (N-2565: Me, 
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Indole-6-yl, 0, O), (N-2566: Me, l-Ac-indole-6-yl, O, O), (N-2567: Me, 1-Me- 
indole-6-yl, O, O), (N-2568: Me, 4-(l-Imidazolyl)-Ph, O, O), (N-2569: Me, 4- 
Morphorino-Ph, O, O), (N-2570: Me, 4-(l-Piperazinyl)-Ph, 0,-0),-(N-2571: Me, 
2:5-diMe-thiophene-3-yl, O, O), (N-2572: Me, 2-Furyl, O, O), (N-2573: Me, 5- 
5 Me-furan-2-yl, O, O), (N-2574: Me, 5-Me-furan-2-yl, O, O), (N-2575: Me, 2- 
Thiazolyl, O, O), (N-2576: Me, l:4-Benzodioxin-6-yl, O, O), (N-2577: Me, 
Benzo[b]furan-2-yl, O, O), (N-2578: Me, 4-NH2CH2-PI1, O, O), (N-2579: Me, 4- 
N(Me)HCH 2 -Ph, O, O), (N-2580: Me, 4-N(Me) 2 CH2-Ph, O, O), (N-2581: Me, 6- 
Cl-pyridine-3-yl, O, O), (N-2582: Me, 5,6-diCl-pyridine-3-yl, O, O), (N-2583: Me, 

10 5-Cl-pyridine-2-yl, O, O), (N-2584: Me, 4:5-diCl-pyridine-2-yl, O, O), (N-2585: 
Me, 4-CICH2-B11, O, O), (N-2586: Me, Bn, O, O), (N-2587: Me, 4-Cl-Bn, O, O), 
(N-2588: Me, 4-Br-Bn, O, O), (N-2589: Me, 4-F-Bn, O, O), (N-2590: Me, 3,4- 
diCl-Bn, O, O), (N-2591: Me, 3,4-diBr-Bn, O, O), (N-2592: Me, 3,4-diF-Bn, O, O), 
(N-2593: Me, 4-Cl-Bz, O, O), (N-2594: Me, 3,4-diCl-Bz, O, O), (N-2595: Me, 4- 

15 Br-Bz, O, O), (N-2596: Me, 3,4-diBr-Bz, O, O), (N-2597: Me, 4-F-Bz, O, O), 
(N-2598: Me, 3,4-diF-Bz, O, O), (N-2599: Me, 4-N0 2 -Bn, O, O), (N-2600: Me, 
4-CN-Bn, O, O), (N-2601: Et, Ph, O, O), (N-2602: Et, 4-F-Ph, O, O), (N-2603: Et, 
4-Br-Ph, O, O), (N-2604: Et, 4-Me-Ph, O, O), (N-2605: Et, 4-Ph-Ph, O, O), (N- 
2606: Et, 4-OMe-Ph, O, O), (N-2607: Et, 4-tBu-Ph, O, O), (N-2608: Et, 4- 

20 COOMe-Ph, O, O), (N-2609: Et, 4-Pen-Ph, O, O), (N-2610: Et, 4-N0 2 -Ph, O, O), 
(N-2611: Et, 5-Cl-thiophene-2-yl, O, O), (N-2612: Et, 3-Thienyl, O, O), (N-2613: 
Et, 2-Py, O, O), (N-2614: Et, 3-Py, O, O), (N-2615: Et, 4-Py, O, O), (N-2616: Et, 
3,4-diF-Ph, O, O), (N-2617. Et, 5-Br-thiophene-2-yl, O, O), (N-2618: Et, 4- 
CONH 2 -Pli, O, 0), (N-2619: Et, 4-C0N(Me)H-Ph, O, O), (N-2620: Et, 4- 

25 CON(Me) 2 -Ph, O, O), (N-2621: Et, 4-iPrOC(=0)-Ph, O, O), (N-2622: Et, 4- 
nBuOC(=0)-Ph, O, O), (N-2623: Et, 6-Me-pyridine-3-yl, O, O), (N-2624: Et, 
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Quinoline-3-yl, O, O), (N-2625: Et, 4-NH 2 -Ph, O, O), (N-2626: Et, 4-N(Ac)H-Ph, 
O, O), (N-2627: Et, 4-OH-Ph, O, O), (N-2628: Et, 3,4-di(OH) 2 -Ph, O, O), (N- 
2629: Et, 3,4-di(NH 2 )-Ph, O, O), (N-2630: Et, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2631: 
Et, 4-SH-Ph, O, O), (N-2632: Et, 4-SMe-Ph, O, O), (N-2633: Et, 3,4-diBr-Ph, O, 
5 0), (N-2634: Et, 4-N(Me)H-Ph, O, O), (N-2635: Et, 4-N(Me) 2 -Ph, O, O), (N-2636: 
Et, 4-N(Me) 3 + -Ph, O, O), (N-2637: Et, 4-Et-Ph, O, O), (N-2638: Et, 4-iPr-Ph, O, 
O), (N-2639: Et, 4-nPr-Ph, O, O), (N-2640: Et, 4-nBu-Ph, O, O), (N-2641: Et, 
4-iBu-Ph, O, O), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3- 
Benzodioxole-5-yl, O, O), (N-2644: Et, N-Me-pyridinium-4-yl, O, O), (N-2645: 

10 Et, N-Me-pyridinium-3-yl, O, O), (N-2646: Et, 5-Me-Pyridine-2-yl, O, O), (N- 
2647: Et, 2-Pyrazinyl, O, O), (N-2648: Et, 3-Pyrrolyl, O, O), (N-2649: Et, 1- 
Me-pyrrole-3-yl, O, O), (N-2650: Et, Pyridine N-oxide-4-yl, O, O), (N-2651: Et, 
Pyridine N-oxide-3-yl, O, O), (N-2652: Et, 6-OH-pyridine-3-yl, O, O), (N-2653: 
Et, 6-SH-pyridine-3-yl, O, O), (N-2654: Et, l-Ac-pyrrole-3-yl, O, O), (N-2655: 

15 Et, 4-CFa-Ph, O, O), (N-2656: Et, 4-CN-Ph, O, O), (N-2657: Et, 4-CHO-Ph, O, O), 
(N-2658: Et, 3-Cl-Ph, O, O), (N-2659: Et, 3-Br-Ph, O, O), (N-2660: Et, 3-F-Ph, O, 
O), (N-2661: Et, 3-I-Ph, O, O), (N-2662: Et, 4-I-Ph, O, O), (N-2663: Et, 4- 
OCFs-Ph, O, O), (N-2664: Et, 3,4-diI-Ph, O, O), (N-2665: Et, Indole-6-yl, O, O), 
(N-2666: Et, l-Ac-indole-6-yl, O, O), (N-2667: Et, l-Me-indole-6-yl, O, O), (N- 

20 2668: Et, 4-(l-Imidazolyl)-Ph, O, O), (N-2669: Et, 4-Morphorino-Ph, O, O), 
(N-2670: Et, 4-(l-Piperazinyl)-Ph, O, O), (N-2671: Et, 2:5-diMe-thiophene-3-yl, 
O, O), (N-2672: Et, 2-Furyl, O, O), (N-2673: Et, 5-Me-furan-2-yl, O, O), (N- 
2674: Et, 5-Me-furan-2-yl, O, O), (N-2675: Et, 2-Thiazolyl, O, O), (N-2676: Et, 
l:4-Benzodioxin-6-yl, O, O), (N-2677: Et, Benzo[b]furan-2-yl, O, O), (N-2678: 

25 Et, 4-NH 2 CH 2 -Ph, O, O), (N-2679: Et, 4-N(Me)HCH 2 -Ph, O, O), (N-2680: Et, 
4-N(Me) 2 CH 2 -Ph, O, O), (N-2681: Et, 6-Cl-pyridine-3-yl, O, O), (N-2682: Et, 
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5,6-diCl-pyridine-3-yl, O, 0), (N-2683: Et, 5-Cl-pyridine-2-yl, O, O), (N-2684: 
Et, 4:5-diCl-pyridine-2-yl, O, O), (N-2685: Et, 4-ClCH 2 -Bn, O, O), (N-2686: Et, 
Bn, O, O), (N-2687: Et, 4-Cl-Bn, O, O), (N-2688: Et, 4-Br-Bn, 0, O), (N-2689: Et, 
4-F-Bn, O, O), (N-2690: Et, 3,4-diCl-Bn, O, O), (N-2691: Et, 3,4-diBr-Bn, O, O), 
5 (N-2692: Et, 3,4-diF-Bn, O, O), (N-2693: Et, 4-Cl-Bz, O, O), (N-2694: Et, 3,4- 
diCl-Bz, O, O), (N-2695: Et, 4-Br-Bz, O, O), (N-2696: Et, 3,4-diBr-Bz, O, O), 
(N-2697: Et, 4-F-Bz, O, O), (N-2698: Et, 3,4-diF-Bz, O, O), (N-2699: Et, 4- 
NO2-B11, O, O), (N-2700: Et, 4-CN-Bn, O, O), (N-2701: COOMe, Ph, O, O), (N- 
2702: COOMe, 4-F-Ph, O, O), (N-2703: COOMe, 4-Br-Ph, O, O), (N-2704: 

10 COOMe, 4-Me-Ph, O, O), (N-2705: COOMe, 4-Ph-Ph, O, O), (N-2706: COOMe, 
4-OMe-Ph, O, O), (N-2707: COOMe, 4-tBu-Ph, O, O), (N-2708: COOMe, 4- 
COOMe-Ph, O, O), (N-2709: COOMe, 4-Pen-Ph, O, O), (N-2710: COOMe, 4- 
NOa-Ph, O, O), (N-2711: COOMe, 5-Cl-thiophene-2-yl, O, O), (N-2712: COOMe, 
3-Thienyl, O, O), (N-2713: COOMe, 2-Py, O, O), (N-2714: COOMe, 3-Py, O, O), 

15 (N-2715: COOMe, 4-Py, O, O), (N-2716: COOMe, 3,4-diF-Ph, O, O), (N-2717: 
COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 4-CONH 2 -Ph, O, O), 
(N-2719: COOMe, 4-CON(Me)H-Ph, O, O), (N-2720: COOMe, 4-CON(Me) 2 -Ph, 
O, O), (N-2721: COOMe, 4-iPrOC<=0)-Ph, O, O), (N-2722: COOMe, 4- 
nBuOC(=0)-Ph, O, O), (N-2723: COOMe, 6-Me-pyridine-3-yl, O, O), (N-2724: 

20 COOMe, Quinoline-3-yl, O, O), (N-2725: COOMe, 4-NH 2 -Ph, O, O), (N-2726: 
COOMe, 4-N(Ac)H-Ph, O, O), (N-2727: COOMe, 4-OH-Ph, O, O), (N-2728: 
COOMe, 3,4-di(OH) 2 -Ph, O, O), (N-2729: COOMe, 3,4-di(NH 2 )-Ph, O, O), (N- 
2730: COOMe, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2731: COOMe, 4-SH-Ph, O, O), (N- 
2732: COOMe, 4-SMe-Ph, O, O), (N-2733: COOMe, 3,4-diBr-Ph, O, O), (N-2734: 

25 COOMe, 4-N(Me)H-Ph, O, O), (N-2735: COOMe, 4-N(Me) 2 -Ph, O, O), (N-2736: 
COOMe, 4-N(Me) 3 + -Ph, O, O), (N-2737: COOMe, 4-Et-Ph, O, O), (N-2738: 
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COOMe, 4-iPr-Ph, O, O), (N-2739: COOMe, 4-nPr-Ph, O, O), (N-2740: COOMe, 
4-nBu-Ph, O, O), (N-2741: COOMe, 4-iBu-Ph, O, O), (N-2742: COOMe, 3,4- 
diMe-Ph, O, O), (N-2743: COOMe, l,3-Benzodioxole-5-yl, O, O), (N-2744: 
COOMe, N-Me-pyridinium-4-yl, O, O), (N-2745: COOMe, N-Me-pyridinium-3- 
5 yl, O, O), (N-2746: COOMe, 5-Me-Pyridine-2-yl, O, O), (N-2747: COOMe, 2- 
Pyrazinyl, O, O), (N-2748: COOMe, 3-Pyrrolyl, O, O), (N-2749: COOMe, 1- 
Me-pyrrole-3-yl, O, O), (N-2750: COOMe, Pyridine N-oxide-4-yl, O, O), (N- 
2751: COOMe, Pyridine N-oxide-3-yl, O, O), (N-2752: COOMe, 6-OH- 
pyridine-3-yl, O, O), (N-2753: COOMe, 6-SH-pyridine-3-yl, O, O), (N-2754: 

10 COOMe, l-Ac-pyrrole-3-yl, O, O), (N-2755: COOMe, 4-CF 3 -Ph, O, O), (N-2756: 
COOMe, 4-CN-Ph, O, O), (N-2757: COOMe, 4-CHO-Ph, O, O), (N-2758: COOMe, 
3-Cl-Ph, O, O), (N-2759: COOMe, 3-Br-Ph, O, O), (N-2760: COOMe, 3-F-Ph, O, 
O), (N-2761: COOMe, 3-I-Ph, O, O), (N-2762: COOMe, 4-I-Ph, O, O), (N-2763: 
COOMe, 4-OCFa-Ph, O, O), (N-2764: COOMe, 3,4-diI-Ph, O, O), (N-2765: 

15 COOMe, Indole-6-yl, O, O), (N-2766: COOMe, l-Ac-indole-6-yl, O, 0),(N-2767: 
COOMe, l-Me-indole-6-yl, O, O), (N-2768: COOMe, 4.(l-Imidazolyl)-Ph ( O, O), 
(N-2769: COOMe, 4-Morphorino-Ph, O, O), (N-2770: COOMe, 4-(l- 
Piperazinyl)-Ph, O, O), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, O, O), (N- 
2772: COOMe, 2-Furyl, O, O), (N-2773: COOMe, 5-Me-furan-2-yl, O, O), (N- 

20 2774: COOMe, 5-Me-furan-2-yl, O, 0), (N-2775: COOMe, 2-Thiazolyl, O, O), 
(N-2776: COOMe, l:4-Benzodioxin-6-yl, O, O), (N-2777: COOMe, 
Benzo[b]furan-2-yl, O, O), (N-2778: COOMe, 4-NH 2 CH 2 -Ph, O, O), (N-2779: 
COOMe, 4-N(Me)HCH 2 -Ph, O, O), (N-2780: COOMe, 4-N(Me) 2 CH 2 -Ph, O, O), 
(N-2781: COOMe, 6-Cl-pyridine-3-yl, O, O), (N-2782: COOMe, 5,6-diCl- 

25 pyridine-3-yl, O, O), (N-2783: COOMe, 5-Cl-pyridine-2-yl, O, O), (N-2784: 
COOMe, 4:5-diCl-pyridine-2-yl, O, O), (N-2785: COOMe, 4-ClCH 2 -Bn, O, O), 
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(N-2786: COOMe, Bn, O, O), (N-2787: COOMe, 4-Cl-Bn, O, O), (N-2788: 
COOMe, 4-Br-Bn, O, O), (N-2789: COOMe, 4-F-Bn, O, O), (N-2790: COOMe, 
3,4-diCl-Bn, O, O), (N-2791: COOMe, 3,4-diBr-Bn* O, O), (N-2792: COOMe, 
3,4-diF-Bn, O, O), (N-2793: COOMe, 4-Cl-Bz, O, O), (N-2794: COOMe, 3,4- 
5 diCl-Bz, O, O), (N-2795: COOMe, 4-Br-Bz, O, O), (N-2796: COOMe, 3,4-diBr- 
Bz, O, O), (N-2797: COOMe, 4-F-Bz, O, O), (N-2798: COOMe, 3,4-diF-Bz, O, O), 
(N-2799: COOMe, 4-NO2-B11, O, O), (N-2800: COOMe, 4-CN-Bn, O, O), (N-2801: 
4-F-Ph, CONH2, S, S), (N-2802: 4-Br-Ph, CONH2, S, S), (N-2803: 5-C1- 
thiophene-2-yl, CONH2, S, S), (N-2804: 3,4-diF-Ph, CONHz, S, S), (N-2805: 5- 

10 Br-thiophene-2-yl, CONH2, S, S), (N-2806: 3,4-diBr-Ph, CONH2, S, S), (N-2807: 
4-CFa-Ph, CONH2, S, S), (N-2808: 3-Cl-Ph, CONH2, S, S), (N-2809: 3-Br-Ph, 
CONH2, S, S), (N-2810: 3-F-Ph, CONH 2) S, S), (N-2811: 4-F-Ph, CO2NHCH3, S, 
S), (N-2812: 4-Br-Ph, CO2NHCH3, S, S), (N-2813: 5-Cl-thiophene-2-yl, 
CO2NHCH3, S, S), (N-2814: 3,4-diF-Ph, CO2NHCH3, S, S), (N-2815: 5-Br- 

15 thiophene-2-yl, CO2NHCH3, S, S), (N-2816: 3,4-diBr-Ph, CO2NHCH3, S, S), 
(N-2817: 4-CF 3 -Ph, CO2NHCH3, S, S), (N-2818: 3-Cl-Ph, CO2NHCH3, S, S), 
(N-2819: 3-Br-Ph, CO2NHCH3, S, S), (N-2820: 3-F-Ph, CO2NHCH3, S, S), (N- 
2821: 4-F-Ph, C0 2 N(CH3)2, S, S), (N-2822: 4-Br-Ph, C0 2 N(CH 3 )2, S, S), (N- 
2823: 5-Cl-thiophene-2-yl, C0 2 N(CH 3 )2, S, S), (N-2824: 3,4-diF-Ph, 

20 C02N(CH 3 )2, S, S), (N-2825: 5-Br-thiophene-2-yl, C0 2 N(CH3)2, S, S), (N-2826: 
3,4-diBr-Ph, C0 2 N(CH3)2, S, S), (N-2827: 4-CF 3 -Ph, C0 2 N(CH 3 )2, S, S), (N- 
2828: 3-Cl-Ph, C0 2 N(CH 3 )2, S, S), (N-2829: 3-Br-Ph, C0 2 N(CH 3 )2, S, S), (N- 
2830: 3-F-Ph, C02N(CH 3 ) 2 , S, S), (N-2831: 4-F-Ph, CO2H, S, S), (N-2832: 4- 
Br-Ph, CO2H, S, S), (N-2833: 5-Cl-thiophene-2-yl, CO2H, S, S), (N-2834: 3,4- 

25 diF-Ph, CO2H, S, S), (N-2835: 5-Br-thiophene-2-yl, CO2H, S, S), (N-2836: 3,4- 
diBr-Ph, CO2H, S, S), (N-2837: 4-CFs-Ph, CO2H, S, S), (N-2838: 3-Cl-Ph, CO2H, 
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S, S), (N-2839: 3-Br-Ph, CO2H, S, S), (N-2840: 3-F-Ph, CO2H, S, S), (N-2841: 
4-F-Ph, NH2, S, S), (N-2842: 4-Br-Ph, NHa, S, S), (N-2843: 5-Cl-thiophene-2-yl, 
NH2, S, S), (N-2844: 3,4-diF-Ph, NH2, S, S), (N-2845: 5-Br-thiophene-2-ylj NH2, 
S, S), (N-2846: 3,4-diBr-Ph, NH 2) S, S), (N-2847: 4-CFs-Ph, NH2, S, S), (N-2848: 
5 3-Cl-Ph, NH 2 , S, S), (N-2849: 3-Br-Ph, NH 2 , S, S), (N-2850: 3-F-Ph, NH2, S, S), 
(N-2851: 4-F-Ph, CH 2 COOMe, S, S), (N-2852: 4-Br-Ph, CH 2 COOMe, S, S), (N- 
2853: 5-Cl-thiophene-2-yl, CH 2 COOMe, S, S), (N-2854: 3,4-diF-Ph, CH 2 COOMe, 
S, S), (N-2855: 5-Br-thiophene-2-yl, CH 2 COOMe, S, S), (N-2856: 3,4-diBr-Ph, 
CH 2 COOMe, S, S), (N-2857: 4-CFa-Ph, CH 2 COOMe, S, S), (N-2858: 3-Cl-Ph, 

10 CH 2 COOMe, S, S), (N-2859: 3-Br-Ph, CH 2 COOMe, S, S), (N-2860: 3-F-Ph, 
CH 2 COOMe, S, S), (N-2861: 4-F-Ph, CH 2 CH2COOMe, S, S), (N-2862: 4-Br-Ph, 
CH 2 CH 2 COOMe, S, S), (N-2863: 5-Cl-thiophene-2-yl, CH 2 CH2COOMe, S, S), 
(N-2864: 3,4-diF-Ph, CH 2 CH 2 COOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, 
CH 2 CH 2 COOMe, S, S), (N-2866: 3,4-diBr-Ph, CH 2 CH2COOMe, S, S), (N-2867: 

15 4-CFs-Ph, CH 2 CH 2 COOMe, S, S), (N-2868: 3-Cl-Ph, CH 2 CH2COOMe, S, S), 
(N-2869: 3-Br-Ph, CH2CH 2 COOMe, S, S), (N-2870: 3-F-Ph, CH 2 CH 2 COOMe, S, 
S), (N-2871: 4-F-Ph, CH2COONH2, S, S), (N-2872: 4-Br-Ph, CH2COONH2, S, S), 
(N-2873: 5-Cl-thiophene-2-yl, CH2COONH2, S, S), (N-2874: 3,4-diF-Ph, 
CH2COONH2, S, S), (N-2875: 5-Br-thiophene-2-yl, CH2COONH2, S, S), (N- 

20 2876: 3,4-diBr-Ph, CH2COONH2, S, S), (N-2877: 4-CF 3 -Ph, CH2COONH2, S, S), 
(N-2878: 3-Cl-Ph, CH2COONH2, S, S), (N-2879: 3-Br-Ph, CH2COONH2, S, S), 
(N-2880: 3-F-Ph, CH2COONH2, S, S), (N-2881: 4-F-Ph, CH2COONHCH3, S, S), 
(N-2882: 4-Br-Ph, CH2COONHCH3, S, S), (N-2883: 5-Cl-thiophene-2-yl, 
CH 2 COONHCH 3 , S, S), (N-2884: 3,4-diF-Ph, CH2COONHCH3, S, S), (N-2885: 

25 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , S, S), (N-2886: 3,4-diBr-Ph, 
CH2COONHCH3, S, S), (N-2887: 4.CF 3 -Ph, CH2COONHCH3, S, S), (N-2888: 
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3-Cl-Ph, CH2COONHCH3, S, S), (N-2889: 3-Br-Ph, CH2COONHCH3, S, S), (N- 
2890: 3-F-Ph, CH2COONHCH3, S, S), (N-2893: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, S), (N-2894: 3,4-diF-Ph, CH2CH2CI, S, S), (N-2895: 5-Br-thiophene.2-.yl, 
CH 2 CH2C1, S, S), (N-2896: 3,4-diBr-Ph, CH 2 CH2C1, S, S), (N-2897: 4.CF 3 -Ph, 
5 CH2CH2CI, S, S), (N-2898: 3-Cl-Ph, CH2CH 2 C1, S, S), (N-2899: 3-Br-Ph, 
CH2CH2CI, S, S), (N-2900: 3-F-Ph, CH2CH2CI, S, S), (N-2901: 4-F-Ph, CONH 2) 
O, S), (N-2902: 4-Br-Ph, CONH2, 0, S), (N-2903: 5-Cl-thiophene-2-yl, CONH 2) 
O, S), (N-2904: 3,4-diF-Ph, CONH2, O, S), (N-2905: 5-Br-thiophene-2-yl, 
CONH2, O, S), (N-2906: 3,4-diBr-Ph, CONH2, O, S), (N-2907: 4-CF 3 -Ph, CONH2, 

10 O, S), (N-2908: 3-Cl-Ph, CONH2, O, S), (N-2909: 3-Br-Ph, CONH2, O, S), (N- 
2910: 3-F-Ph, CONH 2 , O, S), (N-2911: 4-F-Ph, CO2NHCH3, O, S), (N-2912: 4- 
Br-Ph, CO2NHCH3, O, S), (N-2913: 5-Cl-thiophene-2-yl, C0 2 NHCH 3) O, S), 
(N-2914: 3,4-diF-Ph, CO2NHCH3, O, S), (N-2915: 5-Br-thiophene-2-yl, 
C0 2 NHCH 3 , O, S), (N-2916: 3,4-diBr-Ph, C0 2 NHCH 3 , O, S), (N-2917: 4-CF 3 -Ph, 

15 CO2NHCH3, O, S), (N-2918: 3-Cl-Ph, CO2NHCH3, O, S), (N-2919: 3-Br-Ph, 
CO2NHCH3, O, S), (N-2920: 3-F-Ph, CO2NHCH3, O, S), (N-2921: 4-F-Ph, 
C02N(CH 3 )2, O, S), (N-2922: 4-Br-Ph, C0 2 N(CH 3 )2, O, S), (N-2923: 5-C1- 
thiophene-2-yl, C02N(CH 3 ) 2 , O, S), (N-2924: 3,4-diF-Ph, C0 2 N(CH3)2, O, S), 
(N-2925: 5-Br-thiophene-2-yl, C02N(CH 3 )2, O, S), (N-2926: 3,4-diBr-Ph, 

20 C02N(CH 3 )2, O, S), (N-2927: 4-CFs-Ph, C0 2 N(CH 3 )2, O, S), (N-2928: 3-Cl-Ph, 
C0 2 N(CH 3 )2, O, S), (N-2929: 3-Br-Ph, C0 2 N(CH3)2, O, S), (N-2930: 3-F-Ph, 
C02N(CH 3 )2, O, S), (N-2931: 4-F-Ph, CO2H, O, S), (N-2932: 4-Br-Ph, CO2H, O, 
S), (N-2933: 5-Cl-thiophene.-2-yl, CO2H, O, S), (N-2934: 3,4-diF-Ph, CO2H, O, 
S), (N-2935: 5-Br-thiophene-2-yl, CO2H, O, S), (N-2936: 3,4-diBr-Ph, CO2H, O, 

25 S), (N-2937: 4-CFs-Ph, CO2H, O, S), (N-2938: 3-Cl-Ph, C0 2 H, O, S), (N-2939: 
3-Br-Ph, CO2H, O, S), (N-2940: 3-F-Ph, CO2H, O, S), (N-2941: 4-F-Ph, NH 2 , O, 
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S), (N-2942: 4-Br-Ph, NH 2> O, S), (N-2943: 5-Cl-thiophene-2-yl, NH 2 , O, S), 
(N-2944: 3,4-diF-Ph, NH 2 , O, S), (N-2945: 5-Br-thiophene-2-yl, NH 2 , O, S), 
(N-296: 3,4-diBr-Ph, NH 2( O, S), (N-2947: 4-CF 3 -Ph, NH 2 , O, S), (N-2948: 3- 
Cl-Ph, NH 2 , O, S), (N-2949: 3-Br-Ph, NH 2 , O, S), (N-2950: 3-F-Ph, NH 2 , O, S), 
5 (N-2951: 4-F-Ph, CH 2 COOMe, O, S), (N-2952: 4-Br-Ph, CH 2 COOMe, O, S), (N- 
2953: 5-Cl-thiophene-2-yl, CH 2 COOMe, O, S), (N-2954: 3,4-diF-Ph, 
CH 2 COOMe, O, S), (N-2955: 5-Br-thiophene-2-yl, CH 2 COOMe, O, S), (N-2956: 
3,4-diBr-Ph, CH 2 COOMe, O, S), (N-2957: 4-CFs-Ph, CH 2 COOMe, O, S), (N- 
2958: 3-Cl-Ph, CHssCOOMe, O, S), (N-2959: 3-Br-Ph, CH 2 COOMe, O, S), (N- 

10 2960: 3-F-Ph, CH 2 COOMe, O, S), (N-2961: 4-F-Ph, CH 2 CH 2 COOMe, O, S), (N- 
2962: 4-Br-Ph, CH 2 CH 2 COOMe, O, S), (N-2963: 5-Cl-thiophene-2-yl, 
CH 2 CH 2 COOMe, O, S), (N-2964: 3,4-diF-Ph, CH 2 CH 2 COOMe, O, S), (N-2965: 
5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, O, S), (N-2966: 3,4-diBr-Ph, 
CH 2 CH 2 COOMe, O, S), (N-2967: 4-CF 3 -Ph, CH 2 CH 2 COOMe, O, S), (N-2968: 3- 

15 Cl-Ph, CH 2 CH 2 COOMe, O, S), (N-2969: 3-Br-Ph, CH 2 CH 2 COOMe, O, S), (N- 
2970: 3-F-Ph, CH 2 CH 2 COOMe, O, S), (N-2971: 4-F-Ph, CH 2 COONH 2 , O, S), 
(N-2972: 4-Br-Ph, CH 2 COONH 2 , O, S), (N-2973: 5-Cl-thiophene-2-yl, 
CH 2 COONH 2 , O, S), (N-2974: 3,4-diF-Ph, CH 2 COONH 2 , O, S), (N-2975: 5-Br- 
thiophene-2-yl, CH 2 COONH 2 , O, S), (N-2976: 3,4-diBr-Ph, CH 2 COONH 2 , O, S), 

20 (N-2977: 4-CF 3 -Ph, CH 2 COONH 2 , O, S), (N-2978: 3-Cl-Ph, CH 2 COONH 2 , O, S), 
(N-2979: 3-Br-Ph, CH 2 COONH 2 , O, S), (N-2980: 3-F-Ph, CH 2 COONH 2 , O, S), 
(N-2981: 4-F-Ph, CH 2 COONHCH 3 , O, S), (N-2982: 4-Br-Ph, CH 2 COONHCH 3 , O, 
S), (N-2983: 5-Cl-thiophene-2-yl, CH 2 COONHCH 3 , O, S), (N-2984: 3,4-diF-Ph, 
CH 2 COONHCH 3 , O, S), (N-2985: 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , O, S), 

25 (N-2986: 3,4-diBr-Ph, CH 2 COONHCH 3 , O, S), (N-2987: 4-CF 3 -Ph, 
CH 2 COONHCH 3 , O, S), (N-2988: 3-Cl-Ph, CH 2 COONHCH 3 , O, S), (N-2989: 3- 
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Br-Ph, CH2COONHCH3, O, S), (N-2990: 3-F-Ph, CH2COONHCH3, O, S), (N- 
2991: 4-F-Ph, CH2CH2CI, O, S), (N-2992: 4-Br-Ph, CH2CH2CI, O, S), (N-2993: 
5-Cl-thiophene-2-yl, CH2CH2CI, O, S), (N-2994: 3,4-diF-Ph, CH2CH2CI, 0, S), 
(N-2995: 5-Br-thiophene-2-yl, CH2CH2CI, O, S), (N-2996: 3,4-diBr-Ph, 
5 CH2CH2CI, O, S), (N-2997: 4-CFs-Ph, CH2CH2C], O, S), (N-2998: 3-Cl-Ph, 
CH2CH2CI, O, S), (N-2999: 3-Br-Ph, CH2CH2CI, O, S), (N-3000: 3-F-Ph, 
CH2CH2CI, 0, S), (N-3001: 4-F-Ph, CONH 2( S, O), (N-3002: 4-Br-Ph, CONH 2) S, 
O), (N-3003: 5-Cl-thiophene-2-yl, CONH2, S, O), (N-3004: 3,4-diF-Ph, CONH 2) 
S, O), (N-3005: 5-Br-thiophene-2-yl, CONH2, S, O), (N-3006: 3,4-diBr-Ph, 

10 CONH2, S, 0), (N-3007: 4-CF 3 -Ph, CONH2, S, O), (N-300: 3-Cl-Ph, CONH2, S, 
O), (N-3009: 3-Br-Ph, CONH2, S, O), (N-3010: 3-F-Ph, CONH2, S, O), (N-3011: 
4-F-Ph, CO2NHCH3, S, O), (N-3012: 4-Br-Ph, CO2NHCH3, S, O), (N-3013: 5- 
Cl-thiophene-2-yl, C02NHCH 3 , S, O), (N-3014: 3,4-diF-Ph, C0 2 NHCH 3 , S, O), 
(N-3015: 5-Br-thiophene-2-yl, CO2NHCH3, S, O), (N-3016: 3,4-diBr-Ph, 

15 CO2NHCH3, S, O). (N-3017: 4-CF 3 -Ph, CO2NHCH3, S, O), (N-3018: 3-Cl-Ph, 
C0 2 NHCH 3 , S, O), (N-3019: 3-Br-Ph, CO2NHCH3, S, O), (N-3020: 3-F-Ph, 
CO2NHCH3, S, O), (N-3021: 4-F-Ph, C0 2 N(CH 3 )2, S, O), (N-3022: 4-Br-Ph, 
C0 2 N(CH3)2, S, O), (N-3023: 5-Cl-thiophene-2-yl, C0 2 N(CH 3 ) 2 , S, O), (N-3024: 
3,4-diF-Ph, C0 2 N(CH 3 )2, S, O), (N-3025: 5-Br-thiophene-2-yl, C0 2 N(CH 3 )2, S, 

20 O), (N-3026: 3,4-diBr-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3027: 4-CFs-Ph, C02N(CH 3 )2, 
S, O), (N-3028: 3-Cl-Ph, C0 2 N(CH 3 )2, S, O), (N-3029: 3-Br-Ph, C02N(CH 3 ) 2 , S, 
O), (N-3030: 3-F-Ph, C0 2 N(CH 3 )2, S, O), (N-3031: 4-F-Ph, CO2H, S, O), (N- 
3032: 4-Br-Ph, CO2H, S, O), (N-3033: 5-Cl-thiophene-2-yl, CO2H, S, O), (N- 
3034: 3,4-diF-Ph, CO2H, S, O), (N-3035: 5-Br-thiophene-2-yl, CO2H, S, O), 

25 (N-3036: 3,4-diBr-Ph, CO2H, S, O), (N-3037: 4-CFs-Ph, CO2H, S, O), (N-3038: 
3-Cl-Ph, CO2H, S, O), (N-3039: 3-Br-Ph, CO2H, S, O), (N-3040: 3-F-Ph, CO2H, S, 
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0), (N-3041: 4-F-Ph, NHj, S, O), (N-3042: 4-Br-Ph, NH 2) S, O), (N-3043: 5-C1- 
thiophene-2-yl, NH 2 , S, O), (N-3044: 3,4-diF-Ph, NH 2 , S, O), (N-3045: 5-Br- 
thiophene-2-yl, NH 2 , S, O), (N-3046: 3,4-diBr-Ph, NH2, S, O), (N-3047: 4-CFa- 
Ph, NH 2 , S, O), (N-3048: 3-Cl-Ph, NH2, S, O). (N-3049: 3-Br-Ph, NH2, S, O), 
5 (N-3050: 3-F-Ph, NH2, S, O), (N-3051: 4-F-Ph, CH 2 COOMe, S, O), (N-3052: 4- 
Br-Ph, CH 2 COOMe, S, O), (N-3053: 5-Cl-thiophene-2-yl, CH 2 COOMe, S, O), 
(N-3054: 3,4-diF-Ph, CH 2 COOMe, S, O), (N-3055: 5-Br-thiophene-2-yl, 
, CH 2 COOMe, S, O), (N-3056: 3,4-diBr-Ph, CH 2 COOMe, S, O), (N-3057: 4-CFs- 
Ph, CH 2 COOMe, S, O), (N-3058: 3-Cl-Ph, CH2COOMe, S, O), (N-3059: 3-Br-Ph, 

10 CH 2 COOMe, S, O), (N-3060: 3-F-Ph, CH 2 COOMe, S, O), (N-3061: 4-F-Ph, 
CH2CH 2 COOMe, S, O), (N-3062: 4-Br-Ph, CH 2 CH 2 COOMe, S, O), (N-3063: 5- 
Cl-thiophene-2-yl, CH 2 CH 2 COOMe, S, O), (N-30G4: 3,4-diF-Ph, 
CH 2 CH 2 COOMe, S, O), (N-3065: 5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, S, O), 
(N-3066: 3,4-diBr-Ph, CH 2 CH 2 COOMe, S, O), (N-3067: 4-CFs-Ph, 

16 CH 2 CH 2 COOMe, S, O), (N-3068: 3-Cl-Ph, CH 2 CH2COOMe, S, O), (N-3069: 3- 
Br-Ph, CH2CH 2 COOMe, S, O), (N-3070: 3-F-Ph, CH 2 CH 2 COOMe, S, O), (N- 
3071: 4-F-Ph, CH 2 COONH 2 , S, O), (N-3072: 4-Br-Ph, CH 2 COONH 2 , S, O), (N- 
3073: 5-Cl-thiophene-2-yl, CH2COONH2, S, O), (N-3074: 3,4-diF-Ph, 
CH 2 COONH 2 , S, O), (N-3075: 5-Br-thiophene-2-yl, CH 2 COONH 2 , S, O), (N- 

20 3076: 3,4-diBr-Ph, CH 2 COONH 2 , S, O), (N-3077: 4-CF 3 -Ph, CH 2 COONH 2 , S, O), 
(N-3078: 3-Cl-Ph, CH 2 COONH 2 , S, O), (N-3079: 3-Br-Ph, CH 2 COONH 2 , S, O), 
(N-3080: 3-F-Ph, CH 2 COONH 2 , S, O), (N-3081: 4-F-Ph, CH 2 COONHCH 3 , S, O), 
(N-3082: 4-Br-Ph, CH2COONHCH3, S, O), (N-3083: 5-Cl-thiophene-2-yl, 
CH2COONHCH3, S, O), (N-3084: 3,4-diF-Ph, CH 2 COONHCH 3 , S, O), (N-3085: 

25 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , S, O), (N-3086: 3,4-diBr-Ph, 
CH 2 COONHCH 3 , S, O), (N-3087: 4-CF 3 -Ph, CH 2 COONHCH 3 , S, O), (N-3088: 
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3-Cl-Ph, CH2COONHCH3, S, O), (N-3089: 3-Br-Ph, CH2COONHCH3, S, O), 
(N-3090: 3-F-Ph, CH2COONHCH3, S, O), (N-3091: 4-F-Ph, CH2CH2CI, S, O), 
(N-3092: 4-Br-Ph, CH2CH2CI, S, O), (N-3093: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, O), (N-3094: 3,4-diF-Ph, CH2CH2CI, S, O), (N-3095: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, S, O), (N-3096: 3,4-diBr-Ph, CH2CH2CI, S, O), (N-3097: 4-CF 3 -Ph, 
CH2CH2CI, S, O), (N-3098: 3-Cl-Ph, CH2CH2CI, S, O), (N-3099: 3-Br-Ph, 
CH2CH2CI, S, O), (N-3100: 3-F-Ph, CH2CH2CI, S, O), (N-3101: 4-F-Ph, CONH 2) 
O, O), (N-3102: 4-Br-Ph, CONH 2( O, O), (N-3103: 5-Cl-thiophene-2-yl, CONH 2) 
O, O), (N-3104: 3,4-diF-Ph, CONH2, O, O), (N-3105: 5-Br-thiophene-2-yl, 

10 CONH2, O, O), (N-3106: 3,4-diBr-Ph, CONH2, O, O), (N-3107: 4-CF 3 -Ph, 
CONH2, O, O), (N-3108: 3-Cl-Ph, CONH2, O, O), (N-3109: 3-Br-Ph, CONH2, O, 
O), (N-3110: 3-F-Ph, CONH2, O, O), (N-3111: 4-F-Ph, CO2NHCH3, O, O), (N- 
3112: 4-Br-Ph, C0 2 NHCH 3 , O, O), (N-3113: 5-Cl-thiophene-2-yl, CO2NHCH3, 0, 
O), (N-3114: 3,4-diF-Ph, CO2NHCH3, O, O), (N-3115: 5-Br-thiophene-2-yl, 

15 C02NHCHs, O, O), (N-3116: 3,4-diBr-Ph, CO2NHCH3, O, O), (N-3117: 4-CFs-Ph, 
CO2NHCH3, O, O), (N-3118: 3-Cl-Ph, CO2NHCH3, O, O), (N-3119: 3-Br-Ph, 
CO2NHCH3, O, O), (N-3120: 3-F-Ph, CO2NHCH3, O, O), (N-3121: 4-F-Ph, 
C02N(CH 3 )2, O, O), (N-3122: 4-Br-Ph, C02N(CH 3 )2, O, O), (N-3123: 5-C1- 
thiophene-2-yl, C0 2 N(CH3) 2 , O, O), (N-3124: 3,4-diF-Ph, C0 2 N(CH 3 )2, O, O), 

20 (N-3125: 5-Br-thiophene-2-yl, C0 2 N(CH3)2, O, O), (N-3126: 3,4-diBr-Ph, 
C0 2 N(CH 3 )2, O, O), (N-3127: 4-CFs-Ph, C02N(CH 3 )2, O, O), (N-3128: 3-Cl-Ph, 
C0 2 N(CH 3 )2, O, O), (N-3129: 3-Br-Ph, C0 2 N(CH3)2, O, O), (N-3130: 3-F-Ph, 
C0 2 N(CHs)2, O, O), (N-3131: 4-F-Ph, CO2H, O, 0),.(N-3132: 4-Br-Ph, CO2H, O, 
O), (N-3133: 5-Cl-thiophene-2-yl, CO2H, O, O), (N-3134: 3,4-diF-Ph, C0 2 H, O, 

25 O), (N-3135: 5-Br-thiophene-2-yl, CO2H, O, O), (N-3136: 3,4-diBr-Ph, CO2H, O, 
O), (N-3137: 4-CF 3 -Ph, CO2H, O, O), (N-3138: 3-Cl-Ph, CO2H, O, O), (N-3139: 
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3-Br-Ph, CO2H, O, O), (N-3140: 3-F-Ph, CO2H, O, O), (N-3141: 4-F-Ph, NH2, O, 
0), (N-3142: 4-Br-Ph, NH 2 , O, O), (N-3143: 5-Cl-thiophene-2-yl, NH2, 0, 0), 
(N-3144: 3,4-diF-Ph, NH 2) O, O), (N-3145: 5-Br-thiophene-2-yl, NH2, O, O), 
(N-3146: 3,4-diBr-Ph, NH 2) O, O), (N-3147: 4-CFa-Ph, NH2, O, O), (N-3148: 3- 
5 Cl-Ph, NH2, O, O), (N-3149: 3-Br-Ph, NH2, O, O), (N-3150: 3-F-Ph, NH2, O, O), 
(N-3151: 4-F-Ph, CH 2 COOMe, O, O), (N-3152: 4-Br-Ph, CH 2 COOMe, O, O), 
(N-3153: 5-Cl-thiophene-2-yl, CH 2 C00Me, O, O), (N-3154: 3,4-diF-Ph, 
CH 2 COOMe, O, O), (N-3155: 5-Br-thiophene-2-yl, CH 2 COOMe, O, O), (N-3156: 
3,4-diBr-Ph, CH 2 COOMe, O, O), (N-3157: 4-CF 3 -Ph, CH 2 COOMe, 0, O), (N- 

10 3158: 3-Cl-Ph, CH 2 COOMe, O, O), (N-3159: 3-Br-Ph, CH 2 COOMe, O, O), (N- 
3160: 3-F-Ph, CH 2 COOMe, O, O), (N-3161: 4-F-Ph, CH 2 CH 2 COOMe, O, O), 
(N-3162: 4-Br-Ph, CH2CH2COOMC O, O), (N-3163: 5-Cl-thiophene-2-yl, 
CH2CH 2 COOMe, O, O), (N-3164: 3,4-diF-Ph, CH 2 CH 2 COOMe, O, O), (N-3165: 
5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, O, O), (N-3166: 3,4-diBr-Ph, 

16 CH2CH 2 COOMe, O, O), (N-3167: 4-CFa-Ph, CH 2 CH2COOMe, O, O), (N-3168: 
3-Cl-Ph, CH2CH 2 COOMe, O, O), (N-3169: 3-Br-Ph, CH2CH2COOMe, O, O), 
(N-3170: 3-F-Ph, CH2CH 2 COOMe, O, O), (N-3171: 4-F-Ph, CH2COONH2, O, O), 
(N-3172: 4-Br-Ph, CH2COONH2, O, O), (N-3173: 5-Cl-thiophene-2-yl, 
CH2COONH2, O, O), (N-3174: 3,4-diF-Ph, CH2COONH2, O, O), (N-3175: 5-Br- 

20 thiophene-2-yl, CH 2 COONH 2 , O, O), (N-3176: 3,4-diBr-Ph, CH 2 COONH 2 , O, O), 
(N-3177: 4-CFa-Ph, CH2COONH2, O, O), (N-3178: 3-Cl-Ph, CH2COONH2, O, O), 
(N-3179: 3-Br-Ph, CH2COONH2, O, O), (N-3180: 3-F-Ph, CH 2 COONH 2 , O, O), 
(N-3181: 4-F-Ph, CH 2 COONHCH 3 , O, O), (N-3182: 4-Br-Ph, CH 2 COONHCH 3 , O, 
O), (N-3183: 5-Cl-thiophene-2-yl, CH 2 COONHCH 3 , O, O), (N-3184: 3,4-diF-Ph, 

25 CHssCOONHCHs, O, O), (N-3185: 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , O, O), 
(N-3186: 3,4-diBr-Ph, CH 2 COONHCH 3 , O, O), (N-3187: 4-CF 3 -Ph, 
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CH 2 C00NHCH3, O, O), (N-3188: 3-Cl-Ph, CH2COONHCH3, O, O), (N-3189: 3- 
Br-Ph, CH 2 COONHCH3, O, O), (N-3190: 3-F-Ph, CH2COONHCH3, O, O), (N- 
3192: 4-Br-Ph, CH2CH2CI, O, O), (N-3193: 5-Cl-thiophene-2-yl, CH2CH2CI, O, 
O), (N-3194: 3,4-diF-Ph, CH2CH2CI, O, O), (N-3195: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, O, O), (N-3196: 3,4-diBr-Ph, CH 2 CH 2 C1, O, O), (N-3197: 4-CF 3 -Ph, 
CH2CH2CI, O, O), (N-3198: 3-Cl-Ph, CH 2 CH 2 C1, 0, O), (N-3199: 3-Br-Ph, 
CH 2 CH 2 C1, O, O), (N-3200: 3-F-Ph, CH2CH2CI, O, O), (N-3301: CONH2, 4-F-Ph, 
S, S), (N-3302: CONH2, 4-Br-Ph, S, S), (N-3303: CONH2, 5-Cl-thiophene-2-yl, S, 
S), (N-3304: CONH 2) 3,4-diF-Ph, S, S), (N-3305: CONH2, 5-Br-thiophene-2-yl, 

10 S, S), (N-3306: CONH2, 3,4-diBr-Ph, S, S), (N-3307: CONH2, 4-CF 3 -Ph, S, S), 
(N-3308: CONH 2 , 3-Cl-Ph, S, S), (N-3309: CONH2, 3-Br-Ph, S, S), (N-3310: 
CONH2, 3-F-Ph, S, S), (N-3311: C0 2 NHCH3, 4-F-Ph, S, S), (N-3312: CO2NHCH3, 
4-Br-Ph, S, S), (N-3313: CO2NHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3314: 
CO2NHCH3, 3,4-diF-Ph, S, S), (N-3315: CO2NHCH3, 5-Br-thiophene-2-yl, S, S), 

15 (N-3316: C02NHCH 3) 3,4-diBr-Ph, S, S), (N-3317: CO2NHCH3, 4-CFs-Ph, S, S), 
(N-3318: C0 2 NHCH 3> 3-Cl-Ph, S, S), (N-3319: CO2NHCH3, 3-Br-Ph, S, S), (N- 
3320: C0 2 NHCH 3 , 3-F-Ph, S, S), (N-3321: C02N(CH 3 )2, 4-F-Ph, S, S), (N-3322: 
C0 2 N(CH3) 2 , 4-Br-Ph, S, S), (N-3323: C02N(CH 3 ) 2 , 5-Cl-thiophene-2-yl, S, S), 
(N-3324: C0 2 N(CH 3 )2, 3,4-diF-Ph, S, S), (N-3325: C0 2 N(CH 3 )2, 5-Br- 

20 thiophene-2-yl, S, S), (N-3326: C0 2 N(CH 3 )2, 3,4-diBr-Ph, S, S), (N-3327: 
C0 2 N(CH 3 )2, 4-CF 3 -Ph, S, S), (N-3328: C0 2 N(CH 3 )2, 3-Cl-Ph, S, S), (N-3329: 
C02N(CH 3 )2, 3-Br-Ph, S, S), (N-3330: C02N(CH 3 ) 2 , 3-F-Ph, S, S), (N-3331: 
CO2H, 4-F-Ph, S, S), (N-3332: CO2H, 4-Br-Ph, S..S), (N-3333: CO2H, 5-C1- 
thiophene-2-yl, S, S), (N-3334: CO2H, 3,4-diF-Ph, S, S), (N-3335: CO2H, 5-Br- 

25 thiophene-2-yl, S, S), (N-3336: CO2H, 3,4-diBr-Ph, S, S), (N-3337: C0 2 H, 4- 
CFs-Ph, S, S), (N-3338: CO2H, 3-Cl-Ph, S, S), (N-3339: CO2H, 3-Br-Ph, S, S), 
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(N-3340: C0 2 H, 3-F-Ph, S, S), (N-3341: NH 2 , 4-F-Ph, S, S), (N-3342: NH 2 , 4- 
Br-Ph, S, S), (N-3343: NH 2 , 5-Cl-thiophene-2-yl, S, S), (N-3344: NH 2 , 3,4-diF- 
Ph, S, S), (N-3345: NH 2 , 5-Br-thiophene-2-yl, S, S), (N-3346: NH 2 , 3,4-diBr-Ph, 
S, S), (N-3347: NH 2( 4-CF 3 -Ph, S, S), (N-3348: NH 2 , 3-Cl-Ph, S, S), (N-3349: 
5 NH 2 , 3-Br-Ph, S, S), (N-3350: NH 2 , 3-F-Ph, S, S), (N-3351: CH 2 COOMe, 4-F-Ph, 
S, S), (N-3352: CH 2 COOMe, 4-Br-Ph, S, S), (N-3353: CH 2 COOMe, 5-C1- 
thiophene-2-yl, S, S), (N-3354: CH 2 COOMe, 3,4-diF-Ph, S, S), (N-3355: 
CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N-3356: CH 2 COOMe, 3,4-diBr-Ph, S, 
S), (N-3357: CH 2 COOMe, 4-CF 3 -Ph, S, S), (N-3358: CH 2 COOMe, 3-Cl-Ph, S, S), 

10 (N-3359: CH 2 COOMe, 3-Br-Ph, S, S), (N-3360: CH 2 COOMe, 3-F-Ph, S, S), (N- 
3361: CH 2 CH 2 COOMe, 4-F-Ph, S, S), (N-3362: CH 2 CH 2 COOMe, 4-Br-Ph, S, S), 
(N-3363: CH 2 CH 2 COOMe, 5-Cl-thiophene-2-yl, S, S), (N-3364: CH 2 CH 2 COOMe, 
3,4-diF-Ph, S, S), (N-3365: CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N- 
3366: CH 2 CH 2 COOMe, 3,4-diBr-Ph, S, S), (N-3367: CH 2 CH 2 COOMe, 4-CFa-Ph, 

15 S, S), (N-3368: CH 2 CH 2 COOMe, 3-Cl-Ph, S, S), (N-3369: CH 2 CH 2 COOMe, 3- 
Br-Ph, S, S), (N-3370: CH 2 CH 2 COOMe, 3-F-Ph, S, S), (N-3371: CH 2 COONH 2 , 

4- F-Ph, S, S), (N-3372: CH 2 COONH 2 , 4-Br-Ph, S, S), (N-3373: CH 2 COONH 2 , 

5- Cl-thiophene-2-yl, S, S), (N-3374: CH 2 COONH 2 , 3,4-diF-Ph, S, S), (N-3375: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, S, S), (N-3376: CH 2 COONH 2 , 3,4-diBr-Ph, 

20 S, S), (N-3377: CH 2 COONH 2 , 4-CFa-Ph, S, S), (N-3378: CH 2 COONH 2 , 3-Cl-Ph, 
S, S), (N-3379: CH 2 COONH 2 , 3-Br-Ph, S, S), (N-3380: CH 2 COONH 2 , 3-F-Ph, S, 
S), (N-3381: CH2COONHCH3, 4-F-Ph, S, S), (N-3382: CH 2 COONHCH 3 , 4-Br-Ph, 
S, S), (N-3383: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, S, S), (N-3384: 
CH 2 COONHCHs, 3,4-diF-Ph, S, S), (N-3385: CH 2 COONHCH 3 , 5-Br- 

25 thiophene-2-yl, S, S), (N-3386: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, S), (N-3387: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, S, S), (N-3388: CH 2 COONHCH 3 , 3-Cl-Ph, S, S), 
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(N-3389: CH 2 COONHCH 3( 3-Br-Ph, S, S), (N-3390: CH2COONHCH3, 3-F-Ph, S, 
S), (N-3391: CH2CH2CI, 4-F-Ph, S, S), (N-3392: CH2CH2CI, 4-Br-Ph, S, S), (N- 
3393: CH2CH2CI, 5-Cl-thiophene-2-yl, S, S), (N-3394: CH2CH2CI, 3,4-diF-Ph, S, 
S), (N-3395: CH2CH2CI, 5-Br-thiophene-2-yl, S, S), (N-3396: CH2CH2CI, 3,4- 
5 diBr-Ph, S, S), (N-3397: CH2CH2CI, 4-CF 3 -Ph, S, S), (N-3398: CH2CH2CI, 3- 
Cl-Ph, S, S), (N-3399: CH2CH2CI, 3-Br-Ph, S, S), (N-3400: CH2CH2CI, 3-F-Ph, S, 
S), (N-3401: CONH2, 4-F-Ph, S, O), (N-3402: CONH2, 4-Br-Ph, S, O), (N-3403: 
CONH2, 5-Cl-thiophene-2-yl, S, O), (N-3404: CONH2, 3,4-diF-Ph, S, O), (N- 
3405: CONH2, 5-Br-thiophene-2-yl, S, O), (N-3406: CONH2, 3,4-diBr-Ph, S, O), 

10 (N-3407: CONH2, 4-CFs-Ph, S, O), (N-3408: CONH2, 3-Cl-Ph, S, O), (N-3409: 
CONH2, 3-Br-Ph, S, O), (N-3410: CONH2, 3-F-Ph, S, O), (N-3411: CO2NHCH3, 
4-F-Ph, S, O), (N-3412: CO2NHCH3, 4-Br-Ph, S, O), (N-3413: CO2NHCH3, 5- 
Cl-thiophene-2-yl, S, O), (N-3414: C02NHCH 3 , 3,4-diF-Ph, S, O), (N-3415: 
C0 2 NHCH 3 , 5-Br-thiophene-2-yl, S, O), (N-3416: CO2NHCH3, 3,4-diBr-Ph, S, 

15 O), (N-3417: CO2NHCH3, 4-CF 3 -Ph, S, O), (N-3418: CO2NHCH3, 3-Cl-Ph, S, O), 
(N-3419: CO2NHCH3, 3-Br-Ph, S, O), (N-3420: CO2NHCH3, 3-F-Ph, S, O), (N- 
3421: C0 2 N(CH 3 ) 2 , 4-F-Ph, S, O), (N-3422: C02N(CH 3 ) 2 , 4-Br-Ph, S, O), (N- 
3423: C0 2 N(CH 3 )2, 5-Cl-thiophene-2-yl, S, O), (N-3424: C02N(CH 3 )2, 3,4-diF- 
Ph, S, O), (N-3425: C02N(CH 3 ) 2 , 5-Br-thiophene-2-yl, S, O), (N-3426: 

20 C02N(CH 3 )2, 3,4-diBr-Ph, S, O), (N-3427: C02N(CH 3 )2, 4-CFs-Ph, S, O), (N- 
3428: C0 2 N(CH 3 )2, 3-Cl-Ph, S, O), (N-3429: C0 2 N(CH 3 )2, 3-Br-Ph, S, O), (N- 
3430: C0 2 N(CH 3 )2, 3-F-Ph, S, O), (N-3431: CO2H, 4-F-Ph, S, O), (N-3432: CO2H, 
4-Br-Ph, S, O), (N-3433: CO2H, 5-Cl-thiophejie-2-yl, S, O), (N-3434: CO2H, 
3,4-diF-Ph, S, O), (N-3435: CO2H, 5-Br-thiophene-2-yl, S, O), (N-3436: CO2H, 

25 3,4-diBr-Ph, S, O), (N-3437: CO2H, 4-CFs-Ph, S, O), (N-3438: CO2H, 3-Cl-Ph, S, 
O), (N-3439: CO2H, 3-Br-Ph, S, 0), (N-3440: CO2H, 3-F-Ph, S, O), (N-3441: NH 2) 
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4-F-Ph, S, O), (N-3442: NH 2 , 4-Br-Ph, S, O), (N-3443: NH 2 , 5-Cl-thiophene-2- 
yl, S, O), (N-3444: NH2, 3,4-diF-Ph, S, O), (N-3445: NH 2 , 5-Br-thiophene-2-yl, S, 
O), (N-3446: NH 2) 3,4-diBr-Ph, S, O), (N-3447: NH 2 , 4-CFs-Ph, S, O), (N-3448: 
NH 2) 3-Cl-Ph, S, O), (N-3449: NH 2 , 3-Br-Ph, S, O), (N-3450: NH 2 , 3-F-Ph, S, O), 
5 (N-3451: CH 2 COOMe, 4-F-Ph, S, O), (N-3452: CHs-COOMe, 4-Br-Ph, S, O), (N- 
3453: CH 2 COOMe, 5-Cl-thiophene-2-yl, S, O), (N-3454: CH 2 COOMe, 3,4-diF- 
Ph, S, O), (N-3455: CH 2 COOMe, 5-Br-thiophene-2-yl, S, O), (N-3456: 
CH 2 COOMe, 3,4-diBr-Ph, S, O), (N-3457: CH 2 COOMe, 4-CFs-Ph, S, O), (N- 
3458: CH 2 COOMe, 3-Cl-Ph, S, O), (N-3459: CH 2 COOMe, 3-Br-Ph, S, O), (N- 

10 3460: CH 2 COOMe, 3-F-Ph, S, O), (N-3461: CH 2 CH 2 COOMe, 4-F-Ph, S, O), (N- 
3462: CH 2 CH 2 COOMe, 4-Br-Ph, S, O), (N-3463: CH 2 CH 2 COOMe, 5-C1- 
thiophene-2-yl, S, O), (N-3464: CH 2 CH 2 COOMe, 3,4-diF-Ph, S, O), (N-3465: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, S, O), (N-3466: CH 2 CH 2 COOMe, 3,4- 
diBr-Ph, S, O), (N-3467: CH 2 CH 2 COOMe, 4-CFs-Ph, S, O), (N-3468: 

15 CH 2 CH 2 COOMe, 3-Cl-Ph, S, O), (N-3469: CH 2 CH 2 COOMe, 3-Br-Ph, S, O), (N- 
3470: CH 2 CH 2 COOMe, 3-F-Ph, S, O), (N-3471: CH 2 COONH 2 , 4-F-Ph, S, O), 
(N-3472: CH 2 COONH 2 , 4-Br-Ph, S, O), (N-3473: CH 2 COONH 2 , 5-C1- 
thiophene-2-yl, S, O), (N-3474: CH 2 COONH 2 , 3,4-diF-Ph, S, O), (N-3475: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, S, O), (N-3476: CH 2 COONH 2 , 3,4-diBr-Ph, 

20 S, O), (N-3477: CH 2 COONH 2 , 4-CFs-Ph, S, O), (N-3478: CH 2 COONH 2> 3-Cl-Ph, 
S, O), (N-3479: CH 2 COONHs», 3-Br-Ph, S, O), (N-3480: CH 2 COONH 2 , 3-F-Ph, S, 
O), (N-3481: CH 2 COONHCH 3 , 4-F-Ph, S, O), (N-3482: CH 2 COONHCH 3 , 4-Br- 
Ph, S, O), (N-3483: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, S, O), (N-3484: 
CH 2 COONHCH 3 , 3,4-diF-Ph, S, O), (N-3485: CH 2 COONHCH 3 , 5-Br- 

25 thiophene-2-yl, S, O), (N-3486: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, O), (N-3487: 
CH 2 COONHCH 3 , 4-CFs-Ph, S, O), (N-3488: CH 2 COONHCH 3 , 3-Cl-Ph, S, O), 
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(N-3489: CH2COONHCH3, 3-Br-Ph, S, O), (N-3490: CH 2 COONHCH 3) 3-F-Ph, S, 
O), (N-3491: CH2CH2CI, 4-F-Ph, S, O), (N-3492: CH2CH2CI, 4-Br-Ph, S, O), 
(N-3493: CH 2 CH 2 C1, 5-Cl-thiophene-2-yl, S, O), (N-3494: CH2CH2CI, 3,4-diF- 
Ph, S, O), (N-3495: CH2CH2CI, 5-Br-thiophene.-2-yl, S, O), (N-3496: CH2CH2CI, 
5 3,4-diBr-Ph, S, O), (N-347: CH2CH2CI, 4-CFs-Ph, S, O), (N-3498: CH2CH 2 C1, 
3-Cl-Ph, S, O), (N-3499: CH2CH2CI, 3-Br-Ph, S, O), (N-3500: CH2CH2CI, 3-F- 
Ph, S, O), (N-3501: CONH 2) 4-F-Ph, O, S). (N-3502: CONH2, 4-Br-Ph, O, S), 
(N-3503: CONH 2) 5-Cl-thiophene-2-yl, O, S), (N-3504: CONH 2> 3,4-diF-Ph, O, 
S), (N-3505: CONH2, 5-Br-thiophene-2-yl, O, S), (N-3506: CONH 2) 3,4-diBr-Ph, 

10 O, S), (N-3507: CONH2, 4-CF 3 -Ph, O, S), (N-3508: CONH2, 3-Cl-Ph, O, S), (N- 
3509: CONH 2> 3-Br-Ph, O, S), (N-3510: CONH2, 3-F-Ph, O, S), (N-3511: 
CO2NHCH3, 4-F-Ph, O, S), (N-3512: CO2NHCH3, 4-Br-Ph, O, S), (N-3513: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, S), (N-3514: CO2NHCH3, 3,4-diF-Ph, O, S), 
(N-3515: CO2NHCH3, 5-Br-thiophene-2-yl, O, S), (N-3516: CO2NHCH3, 3,4- 

15 diBr-Ph, O, S), (N-3517: CO2NHCH3, 4-CF 3 -Ph, O, S), (N-3518: CO2NHCH3, 
3-Cl-Ph, O, S), (N-3519: CO2NHCH3, 3-Br-Ph, O, S), (N-3520: CO2NHCH3, 3- 
F-Ph, O, S), (N-3521: C0 2 N(CH 3 )2, 4-F-Ph, O, S), (N-3522: C0 2 N(CH 3 )2, 4-Br- 
Ph, O, S), (N-3523: C02N(CH 3 )2, 5-Cl-thiophene-2-yl, O, S), (N-3524: 
C0 2 N(CH 3 ) 2 , 3,4-diF-Ph, O, S), (N-3525: C0 2 N(CH3)2, 5-Br-thiophene-2-yl, O, 

20 S), (N-3526: C0 2 N(CH3)2, 3,4-diBr-Ph, O, S), (N-3527: C0 2 N(CH3)2, 4-CF 3 -Ph, 
O, S), (N-3528: C02N(CH 3 ) 2 , 3-Cl-Ph, O, S), (N-3529: C0 2 N(CH 3 )2, 3-Br-Ph, O, 
S), (N-3530: C0 2 N(CH 3 ) 2 , 3-F-Ph, O, S), (N-3531: CO2H, 4-F-Ph, O, S), (N-3532: 
C0 2 H, 4-Br-Ph, O, S), (N-353: CO2H, 5-Cl-thiophene-2-yl, O, S), (N-3534: CO2H, 
3,4-diF-Ph, O, S), (N-3535: CO2H, 5-Br-thiophene-2-yl, O, S), (N-3536: C0 2 H, 

25 3,4-diBr-Ph, O, S), (N-3537: CO2H, 4-CF 3 -Ph, O, S), (N-3538: CO2H, 3-Cl-Ph, O, 
S), (N-3539: CO2H, 3-Br-Ph, O, S), (N-3540: CO2H, 3-F-Ph, O, S), (N-3541: NH 2 , 
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4-F-Ph, O, S), (N-3542: NH 2 , 4-Br-Ph, O, S), (N-3543: NH 2 , 5-Cl-thiophene-2- 
yl, O, S), (N-3544: NH 2 , 3,4-diF-Ph, O, S), (N-3545: NH 2 , 5-Br-thiophene-2-yl, 
0, S), (N-3546: NH 2 , 3,4-diBr-Ph, O, S), (N-3547: NH 2) 4-CFa-Ph, O, S), (N- 
3548: NH 2 , 3-Cl-Ph, O, S), (N-3549: NH 2 , 3-Br-Ph, O, S), (N-3550: NH 2 , 3-F-Ph, 
5 O, S), N35-51: CH 2 COOMe, 4-F-Ph, O, S), (N-3552: CH 2 COOMe, 4-Br-Ph, O, S), 
(N-3553: CH 2 COOMe, 5-Cl-thiophene-2-yl, O, S), (N-3554: CH 2 COOMe, 3,4- 
diF-Ph, O, S), (N-355: CH 2 COOMe, 5-Br-thiophene-2-yl, O, S), (N-3556: 
CH 2 COOMe, 3,4-diBr-Ph, O, S), (N-3557: CH 2 COOMe, 4-CFa-Ph, O, S), (N- 
3558: CH 2 COOMe, 3-Cl-Ph, O, S), (N-3559: CH 2 COOMe, 3-Br-Ph, O, S), (N- 

10 3560: CH 2 COOMe, 3-F-Ph, O, S), (N-3561: CH 2 CH 2 COOMe, 4-F-Ph, O, S), (N- 
3562: CH 2 CH 2 COOMe, 4-Br-Ph, O, S), (N-3563: CH 2 CH 2 COOMe, 5-C1- 
thiophene-2-yl, O, S), (N-3564: CH 2 CH 2 COOMe, 3,4-diF-Ph, O, S), (N-3565: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, O, S), (N-3566: CH 2 CH 2 COOMe, 3,4- 
diBr-Ph, O, S), (N-3567: CH 2 CH 2 COOMe, 4-CF 3 -Ph, O, S), (N-3568: 

15 CH 2 CH 2 COOMe, 3-Cl-Ph, O, S), (N-3569: CH 2 CH 2 COOMe, 3-Br-Ph, O, S), (N- 
3570: CH 2 CH 2 COOMe, 3-F-Ph, O, S), (N-3571: CH 2 COONH 2 , 4-F-Ph, O, S), 
(N-3572: CH 2 COONH 2 , 4-Br-Ph, O, S), (N-3573: CH 2 COONH 2 , 5-C1- 
thiophene-2-yl, O, S), (N-3574: CH 2 COONH 2 , 3,4-diF-Ph, O, S), (N-3575: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, O, S), (N-3576: CH 2 COONH 2 , 3,4-diBr-Ph, 

20 O, S), (N-3577: CH 2 COONH 2 , 4-CFa-Ph, O, S), (N-3578: CH 2 COONH 2 , 3-Cl-Ph, 
O, S), (N-3579: CH 2 COONH 2 , 3-Br-Ph, O, S), (N-3580: CH 2 COONH 2> 3-F-Ph, O, 
S), (N-3581: CH 2 COONHCH 3 , 4-F-Ph, O, S), (N-3582: CH 2 COONHCH 3 , 4-Br- 
Ph, O, S), (N-3583: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, O, S), (N-3584: 
CH 2 COONHCH 3 , 3,4-diF-Ph, O, S), (N-3585: CH 2 COONHCH 3 , 5-Br- 

25 thiophene-2-yl, O, S), (N-3586: CH 2 COONHCH 3 , 3,4-diBr-Ph, 0, S), (N-3587: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, O, S), (N-3588: CH 2 COONHCH 3 , 3-Cl-Ph, O, S), 
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(N-3589: CH2COONHCH3, 3-Br-Ph, O, S), (N-3590: CH2COONHCH3, 3-F-Ph, 0, 
S), (N-3591: CH2CH2CI, 4-F-Ph, O, S), (N-3592: CH2CH2CI, 4-Br-Ph, O, S), 
(N-3593: CH2CH2CI, 5-Cl-thiophene-2-yl, O, S), (N-3594: CH 2 CH2C1, 3,4-diF- 
Ph, O, S), (N-3595: CH2CH2CI, 5-Br-thiophene-2-yl, O, S), (N-356: CH2CH2CI, 
5 3,4-diBr-Ph, O, S), (N-3597: CH2CH2CI, 4-CF 3 -Ph, O, S), (N-3598: CH2CH2CI, 
3-Cl-Ph, 0, S), (N-3599: CH2CH2CI, 3-Br-Ph, O, S), (N-3600: CH2CH2CI, 3-F- 
Ph, O, S), (N-3601: CONH 2) 4-F-Ph, O, O), (N-3602: CONH2, 4-Br-Ph, O, O), 
(N-3603: CONH2, 5-Cl-thiophene-2-yl, O, O), (N-3604: CONH2, 3,4-diF-Ph, O, 
O), (N-3605: CONH 2 , 5-Br-thiophene-2-yl, 0, O), (N-3606: CONH2, 3,4-diBr-Ph, 

10 O, O), (N-3607: CONH2, 4-CFs-Ph, O, O), (N-3608: CONH2, 3-Cl-Ph, O, O), 
(N-3609: CONH2, 3-Br-Ph, O, O), (N-3610: CONH2, 3-F-Ph, O, O), (N-3611: 
CO2NHCH3, 4-F-Ph, O, O), (N-3612: CO2NHCH3, 4-Br-Ph, O, O), (N-3613: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, O), (N-3614: CO2NHCH3, 3,4-diF-Ph, O, O), 
(N-3615: CO2NHCH3, 5-Br-thiophene-2-yl, O, O), (N-3616: CO2NHCH3, 3,4- 

15 diBr-Ph, O, O), (N-3617: CO2NHCH3, 4-CF 3 -Ph, O, O), (N-3618: CO2NHCH3, 
3-Cl-Ph, 0, O), (N-3619: CO2NHCH3, 3-Br-Ph, O, O), (N-3620: CO2NHCH3, 3- 
F-Ph, O, 0), (N-3621: C0 2 N(CH3)2, 4-F-Ph, O, O), (N-3622: C0 2 N(CH 3 )2, 4-Br- 
Ph, O, 0), (N-3623: C0 2 N(CH 3 )2, 5-Cl-thiophene-2-yl, O, O), (N-3624: 
C02N(CH 3 ) 2 , 3,4-diF-Ph, O, O), (N-3625: C0 2 N(CH3)2, 5-Br-thiophene-2-yl, O, 

20 O), (N-3626: C0 2 N(CH 3 )2, 3,4-diBr-Ph, O, O), (N-3627: C0 2 N(CH 3 )2, 4-CF 3 -Ph, 
O, O), (N-3628: C02N(CH 3 )2, 3-Cl-Ph, O, O), (N-3629: C0 2 N(CH3)2, 3-Br-Ph, O, 
O), (N-3630: C0 2 N(CH 3 )2, 3-F-Ph, O, O), (N-3631: CO2H, 4-F-Ph, O, O), (N- 
3632: CO2H, 4-Br-Ph, O, O), (N-3633: CO2H, 5-Cl-thiophene-2-yl, O, O), (N- 
3634: CO2H, 3,4-diF-Ph, O, O), (N-3635: CO2H, 5-Br-thiophene-2-yl, O, O), 

25 (N-3636: CO2H, 3,4-diBr-Ph, O, O), (N-3637: C0 2 H, 4-CFs-Ph, O, O), (N-3638: 
CO2H, 3-Cl-Ph, O, O), (N-3639: CO2H, 3-Br-Ph; O, O), (N-3640: CO2H, 3-F-Ph, 
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O, O), (N-3641: NH2, 4-F-Ph, O, O), (N-3642: NH2, 4-Br-Ph, O, O), (N-3643: NH 2 , 
5-Cl-thiophene-2-yl, O, O), (N-3644: NH 2 , 3,4-diF-Ph, O, O), (N-3645: NH2, 5- 
Br-thiophene-2-yl, O, O), (N-3646: NH 2) 3,4-diBr-Ph, O, O), (N-3647: NH 2 > 4- 
CF 3 -Ph, 0, O), (N-3648: NH 2 , 3-Cl-Ph, O, O), (N-3649: NH 2 , 3-Br-Ph, O, O), 
5 (N-3650: NH 2 , 3-F-Ph, O, O), (N-3651: CH 2 COOMe, 4-F-Ph, O, O), (N-3652: 
CH 2 COOMe, 4-Br-Ph, 0, O), (N-3653: CH 2 COOMe, 5-Cl-thiophene-2-yl, O, O), 
(N-3654: CHzCOOMe, 3,4-diF-Ph, 0, O), (N-3655: CH 2 COOMe, 5-Br- 
thiophene-2-yl, O, O), (N-3656: CH 2 COOMe, 3,4-diBr-Ph, O, O), (N-3657: 
CHaCOOMe, 4-CF 3 -Ph, O, O), (N-3658: CH 2 COOMe, 3-Cl-Ph, O, O), (N-3659: 

10 CH 2 COOMe, 3-Br-Ph, O, O), (N-3660: CH 2 COOMe, 3-F-Ph, O, O), (N-3661: 
CH 2 CH 2 COOMe, 4-F-Ph, O, O), (N-3662: CH 2 CH 2 COOMe, 4-Br-Ph, O, O), (N- 
3663: CH 2 CH 2 COOMe, 5-Cl-thiophene-2-yl, O, O), (N-3664: CH 2 CH 2 COOMe, 
3,4-diF-Ph, O, O), (N-3665: CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, O, O), (N- 
3666: CH 2 CH 2 COOMe, 3,4-diBr-Ph, O, O), (N-3667: CH 2 CH 2 COOMe, 4-CFa-Ph, 

15 O, O), (N-3668: CH 2 CH 2 COOMe, 3-Cl-Ph, O, O), (N-3669: CH 2 CH 2 COOMe, 3- 
Br-Ph, O, O), (N-3670: CH 2 CH 2 COOMe, 3-F-Ph, O, O), (N-3671: CH 2 COONH 2 , 

4- F-Ph, O, O), (N-3672: CH 2 COONH 2 , 4-Br-Ph, O, O), (N-3673: CH 2 COONH 2 , 

5- Cl-thiophene-2-yl, O, O), (N-3674: CH 2 COONH 2 , 3,4-diF-Ph. O, O), (N-3675: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, O, O), (N-3676: CH 2 COONH 2 , 3,4-diBr-Ph, 

20 O, O), (N-3677: CH 2 COONH 2 , 4-CF 3 -Ph, O, O), (N-3678: CH 2 COONH 2 , 3-Cl-Ph, 
O, O), (N-3679: CH 2 COONH 2 , 3-Br-Ph, O, O), (N-3680: CH 2 COONH 2 , 3-F-Ph, O, 
O), (N-3681: CH 2 COONHCH 3 , 4-F-Ph, O, O), (N-3682: CH 2 COONHCHs, 4-Br- 
Ph, O, O), (N-3683: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, O, O), (N-3684: 
CH 2 COONHCH 3 , 3,4-diF-Ph, O, O), (N-3685: CH 2 COONHCH 3 , 5-Br- 

25 thiophene-2-yl, O, O), (N-3686: CH 2 COONHCH 3 , 3,4-diBr-Ph, O, O), (N-3687: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, O, O), (N-3688: CH 2 COONHCH 3 , 3-Cl-Ph, O, O), 
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(N-3689: CH2COONHCH3, 3-Br-Ph, O, O), (N-3690: CH2COONHCH3, 3-F-Ph, O, 
O), (N-3691: CH2CH2CI, 4-F-Ph, O, O), (N-3692: CH2CH2CI, 4-Br-Ph, O, O), 
(N-3693: CH2CH2CI, 5-Cl-thiophene-2-yl, 0, O), (N-3694: CH 2 CH2C1, 3,4-diF- 
Ph, O, O), (N-3695: CH2CH2CI, 5-Br-thiophene-2-yl, O, O), (N-3696: CH2CH2CI, 
5 3,4-diBr-Ph, O, O), (N-3697: CH2CH2CI, 4.CF 3 -Ph, O, O), (N-3698: CH2CH2CI, 
3-Cl-Ph, 0, O), (N-3699: CH2CH2CI, 3-Br-Ph, O, O), (N-3700: CH2CH2CI, 3-F- 
Ph, O, O), (N-3701: 4-NH 2 -Ph, H, S, S), (N-3702: 4-N(Ac)H-Ph, H, S, S), (N- 
3703: 4-OH-Ph, H, S, S), (N-3704: 3,4-di(OH)2-Ph, H, S, S), (N-3705: 3,4- 
di(NH 2 )-Ph, H, S, S), (N-3706: 3:4-[N(Ac)H] 2 -Ph, H, S, S), (N-3707: 4-SH-Ph, H, 

10 S, S), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr-Ph, H, S, S), (N-3710: 4- 
N(Me)H-Ph, H, S, S), (N-3711: 4-N(Me) 2 -Ph, H, S, S), (N-3712: 4-N(Me) 3 + -Ph, H, 
S, S), (N-3713: 4-Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, S), (N-3715: 4-nPr- 
Ph, H, S, S), (N-3716: 4-nBu-Ph, H, S, S), (N-3717: 4-iBu-Ph, H, S, S), (N-3718: 
3,4-diMe-Ph, H, S, S), (N-3719: l,3-Benzodioxole-5-yl, H, S, S), (N-3720: N- 

15 Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridinium-3-yl, H, S, S), (N- 
3722: 5-Me-Pyridine-2-yl, H, S, S), (N-3723: 2-Pyrazinyl, H, S, S), (N-3724: 3- 
Pyrrolyl, H, S, S), (N-3725: l-Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine N- 
oxide-4-yl, H, S, S), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-OH- 
pyridine-3-yl, H, S, S), (N-3729: 6-SH-pyridine-3-yl, H, S, S), (N-3730: 1-Ac- 

20 pyrrole-3-yl, H, S, S), (N-3731: 4-CFa-Ph, H, S, S), (N-3732: 4-CN-Ph, H, S, S), 
(N-3733: 4-CHO-Ph, H, S, S), (N-3734: 3-Cl-Ph, H, S, S), (N-3735: 3-Br-Ph, H, 
S, S), (N-3736: 3-F-Ph, H, S, S), (N-3737: 3-I-Ph, H, S, S), (N-3738: 4-I-Ph, H, S, 
S), (N-3739: 4-OCF 3 -Ph, H, S, S), (N-3740: 3,4-diI-Ph, H, S, S), (N-3741: 
Indole-6-yl, H, S, S), (N-3742: l-Ac-indole-6-yl, H, S, S), (N-3743: 1-Me- 

25 indole-6-yl, H, S, S), (N-3744: 4-(l-Iraidazolyl)-Ph, H, S, S), (N-3745: 4- 
Morphorino-Ph, H, S, S), (N-3746: 4-(l-Piperazinyl)-Ph, H, S, S), (N-3747: 
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2:5-diMe-thiophene-3-yl, H, S, S), (N-3748: 2-Furyl, H, S, S), (N-3749: 5-Me- 
furan-2-yl, H, S, S), (N-3750: 5-Me-furan-2-yl, H, S, S), (N-3751: 2-Thiazolyl, H, 
S, S), (N-3752: l:4-Benzodioxin-6-yl, H, S, S), (N-3763: Benzo[b]furan-2-yl, H, 
S, S), (N-3754: 4-NH 2 CH 2 -Ph, H, S, S), (N-3755: 4-N(Me)HCH 2 -Ph, H, S, S), 
5 (N-3756: 4-N(Me) 2 CH 2 -Ph, H, S, S), (N-3757: 6-Cl-pyridine-3-yl, H, S, S), (N- 
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Cl-pyridine-2-yl, H, S, S), 
(N-3760: 4:5-diCl-pyridine-2-yl, H, S, S), (N-3761: 4-ClCH 2 -Bn, H, S, S), (N- 
3762: Bn, H, S, S), (N-3763: 4-Cl-Bn, H, S, S), (N-3764: 4-Br-Bn, H, S, S), (N- 
3765: 4-F-Bn, H, S, S), (N-3766: 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H, 

10 S, S), (N-3768: 3,4-diF-Bn, H, S, S), (N-3769: 4-Cl-Bz, H, S, S), (N-3770: 3,4- 
diCl-Bz, H, S, S), (N-3771: 4-Br-Bz, H, S, S), (N-3772: 3,4-diBr-Bz, H, S, S), 
(N-3773: 4-F-Bz, H, S, S), (N-3774: 3,4-diF-Bz, H, S, S), (N-3775: 4-NH 2 -Ph, H, 
S, O), (N-3776: 4-N(Ac)H-Ph, H, S, O), (N-3777: 4-OH-Ph, H, S, O), (N-3778: 
3,4-di(OH) 2 -Ph, H, S, O), (N-3779: 3,4-di(NH 2 )-Ph, H, S, O), (N-3780: 3:4- 

15 [N(Ac)H] 2 -Ph, H, S, O), (N-3781: 4-SH-Ph, H, S, O), (N-3782: 4-SMe-Ph, H, S, 
O), (N-3783: 3,4-diBr-Ph, H, S, O), (N-3784: 4-N(Me)H-Ph, H, S, 0), (N-3785: 
4-N(Me) 2 -Ph, H, S, O), (N-3786: 4-N(Me) 3 + -Ph, H, S, O), (N-3787: 4-Et-Ph, H, S, 
O), (N-3788: 4-iPr-Ph, H, S, O), (N-3789: 4-nPr-Ph, H, S, O), (N-3790: 4-nBu- 
Ph, H, S, O), (N-3791: 4-iBu-Ph, H, S, O), (N-3792: 3,4-diMe-Ph, H, S, O), (N- 

20 3793: l,3-Benzodioxole-5-yl, H, S, O), (N-3794: N-Me-pyridinium-4-yl, H, S, O), 
(N-3795: N-Me-pyridinium-3-yl, H, S, O), (N-3796: 5-Me-Pyridine-2-yl, H, S, 
O), (N-3797: 2-Pyrazinyl, H, S, O), (N-3798: 3-Pyrrolyl, H, S, O), (N-3799: 1- 
Me-pyrrole-3-yl, H, S, O), (N-3800: Pyridine N-oxide-4-yl, H, S, 0), (N-3801: 
Pyridine N-oxide-3-yl, H, S, O), (N-3802: 6-OH-pyridine-3-yl, H, S, O), (N- 

25 3803: 6-SH-pyridine-3-yl ( H, S, O), (N-3804: l-Ac-pyrrole-3-yl, H, S, O), (N- 
3805: 4-CF 3 -Ph, H, S, O), (N-3806: 4-CN-Ph, H, S, O), (N-3807: 4-CHO-Ph, H, S, 
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O), (N-3808: 3-Cl-Ph, H, S, O), (N-3809: 3-Br-Ph, H, S, O), (N-3810: 3-F-Ph, H, 
S, O), (N-3811: 3-I-Ph, H, S, 0), (N-3812: 4-I-Ph, H, S, O), (N-3813: 4-OCF 3 -Ph, 
H, S, 0), (N-3814: 3,4-diI-Ph, H, S, O), (N-3815: Indole-6-yl, H, S, O), (N-3816: 

1- Ac-indole-6-yl, H, S, O), (N-3817: l-Me-indole-6-yl, H, S, O), (N-3818: 4-(l- 
5 Imidazolyl)-Ph, H, S, O), (N-3819: 4-Morphorino-Ph, H, S, O), (N-3820: 4-(l- 

Piperazinyl)-Ph, H, S, O), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, O), (N-3822: 

2- Furyl, H, S, O), (N-3823: 5-Me-furan-2-yl, H, S, O), (N-3824: 5-Me-furan-2- 
yl, H, S, 0), (N-3825: 2-Thiazolyl, H, S, O), (N-3826: l:4-Benzodioxin-6-yl, H, S, 
O), (N-3827: Benzo[b]furan-2-yl, H, S, O), (N-3828: 4-NH 2 CH 2 -Ph, H, S, O), 

10 (N-3829: 4-N(Me)HCH 2 -Ph, H, S, O), (N-3830: 4.N(Me) 2 CH 2 -Ph, H, S, O), (N- 
3831: 6-Cl-pyridine-3-yl, H, S, O), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, O), 
(N-3833: 5-Cl-pyridine-2-yl, H, S, O), (N-3834: 4:5-diCl-pyridine-2-yl, H, S, O), 
(N-3835: 4-ClCH 2 -Bn, H, S, O), (N-3836: Bn, H, S, O), (N-3837: 4-Cl-Bn, H, S, 
O), (N-3838: 4-Br-Bn, H, S, O), (N-3839: 4-F-Bn, H, S, O), (N-3840: 3,4-diCl-Bn, 

15 H, S, O), (N-3841: 3,4-diBr-Bn, H, S, O), (N-3842: 3,4-diF-Bn, H, S, O), (N-3843: 
4-Cl-Bz, H, S, O), (N-3844: 3,4-diCl-Bz, H, S, O), (N-3845: 4-Br-Bz, H, S, O), 
(N-3846: 3,4-diBr-Bz, H, S, O), (N-3847: 4-F-Bz, H, S, O), (N-3848: 3,4-diF-Bz, 
H, S, O), (N-3849: 4-N0 2 -Bn, H, S, O), (N-3850: 4-CN-Bn, H, S, O) 

20 umm 

umm i hD>*^if > (tpo) (D&mt'ffiwi 

fc h TP0(hTP0)*3 J;t)!v!>7 TPO(mTPO)W, R&D Systems X tJ $ A b fc c 
f*lfc#|2 -fb^-^(A-l), (B-17), *3=ttf(C-l)t£ J: 5 in vitro n^-tfjp 

25 fipm 

^^^(Dumw^mmcomm, 9t\t. ^ii^ts^t, t hummus* 
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ffimm 2.2xl06flg£ 3 cm i't-HiMt, 10%^* J —A>VL ®M £ 
1%SsAD It 37°C, 5% C02#ftTt' 7 0 t, EM => n jfl!|^ 

^^^rn^ia i ic^-r 0 

5 

U.WiM3 fc&®(B-17)<D TPO g^frJ&^tt 

-ft TPO S:^#/&^'I4£t, =» U © J. Cell. Physiol., 137: 293-298 

(1988)fC|B® &3nX^Z%fe\cm Dtt F TPO S:^#iH5^£ BaF-B03 fflJ&K: 
iAtt^Ufc, TPOte^ttttJ&ttBaF/hTPORSrJBv^-CiWSLfc. hoy*' 

10 a— Ki~S jtfi^<Oi££ie?iJ{2. t* =f > <Z> Proc. Natl. Acad. 

Sci. 89:5640-5644 (l992){£|Eife * tl X 5 „ &*5gi}*-e£>5 BaF-B03 JfoBJIS {2 
TPOtt;S*LftV^ IL-3g£#fB/&©i£3IS£ <#J x. HT WEHI-3) =Sr Ss*P U RPMI 
« US JilT BaF/hTPOR #fflfl& £r RPMI t? 1 El ft ft, IL-3 M^^B/IS <0«F 

ai^$rSsiP Lt vnfev* rpmi ig ±fi ?K iS> l , 96 K-* << ? n v — v \z.mm* 

15 SxlO* cn/WCfrS «k 5 l£l§« L-Cs *\\L-km%>Z> hTPO SrSsflnUfc* 

5%C0 2 ^aET-C 37°C. 20 M^tLtSt, III IS JBat¥U fe 5 WST-1 

MX (SfeiSiBrttSK) «*HL, 4B*IW«te 450nm ©»iRS:«!|j£ Lfco ^rtf>l£;SP:£ 
El 2 (C^-r o TP0 3fc##*'G-?-«r*AU-CV*«;V'»jRtt-e&S BaF IB/IS Sr/B 

20 fZ^"?x TPO giBteZmVL-t-Z BaF/mTPOR *B US © IS # ft & Wl ^< IS * $: B 4 
ic*t. ED eo tt*t h TPO o^***£:8tt**t^«©ai*i t, ^fr^ 

tl<Dfc-&m<D E D 5 0 flt&* 2 4lC^L7t 6 



141 



WO 01/07423 
S24 



PCT/JPOO/04909 



fcraW NO. 


EDso (fJVT) 


lfc?a m No. 


EDbo (mM) 


It. A, rfjL. XT 

Ita^J No. 


EDso (m-M) 


A-l 


0.012 


A-32 


0.077 


A-73 


0.070 


A-2 


0.058 


A-37 


0.027 


B-l 


0.071 


A-3 


0.017 


A-38 


0.047 


B-2 


0.011 


A-4 


0.036 


A-42 


0.072 


B-3 


0.047 


A-5 


0.022 


A-43 


0.073 


B-4 


0.037 


A-6 


0.045 


A.49 


0.035 


B-5 


0.047 


A-7 


0.060 


A-50 


0.026 


B-6 


0.072 


A-ll 


0.031 


A-53 


0.023 


B-14 


0.023 


A- 12 


0.011 


A-56 


0.096 


B-15 


0.077 1 


A-13 


0.021 


A-59 


0.084 


B-16 


0.020 


A-14 


0.015 


A-61 


0.069 


B-17 


0.030 


A- 15 


0.026 


A-63 


0.016 


B-18 


0.016 


A-16 


0.049 


A-64 


0.047 


B-21 


0.084 


A-20 


0.029 


A-67 


0.050 


C-l 


0.068 


A-21 


0.041 


A-70 


0.020 


E-2 


0.062 


A-25 


0.099 


A-71 


0.080 


H-5 


0.047 ! 


A-26 


0.072 


A-72 


0.035 
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KSk&i4 fc&®(B-n)<D tpo gL^fci/Si-^fcrn 

TPO JW»K: J: t) » Jak2, She, Mpl * <t*<0 > ^-^^ea^^AS y £ *b 5 

ti*K?y ^b© J. Biol. Chem, 270:4979-4982 (1995)Ki5$i $ ttT V So 

*{£4tmmwiK. J: oeastbCHftrtv^-^/i'jss tpo K±5t>©iracift8t 

©#ife»::Jp fCIPI^fc. BaF/hTPOR jffflflS WHEHI-3 ±g^$c £ gsSD Lt 
V^JiV> RPMI lxlO'fl/ml ©»ftfC!B»U, 37°C4 B#Pflig3l Lfc D iNHflS^ 

ft)fet-J®l£ 25ng/ml CD TPO H<tt 200 nM <Dfc&Qo(B-n)&ii&1m Lt 37°C10# 

mmst ufcfte* *iBflS£ pbs -c-iaasi* l, i% hnv xioo -eprasMt ufc. 5a 

2 5 f££ i *fdo 
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(B-17) 


IPO 


Jakl 




- 


! 


Jak2 


- 


+ 


+ 


Jak3 


- 


• 




Tyk2 


• 


+ 


+ 


STAT1 




• 


- 


STAT3 


- 


+ 


+ 


STAT5 


- 


+ 




STAT6 


- 


- 


1 


Mpl 




+ 


+ i 


She 




+ 


+ ! 


Cbl 




+ 


+ 


Vav 




+ 


+ 


Ship 








SHPTP2 




+ 


+ 


PI3K 








PLCvl 




+ 




MAPK 




+ 


+ 


SAPK ! 




+ 


+ 


D38MAPK 




+ 


+ 
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|2|:*Lfc±5 *-fk^*H:«flf«#e?UC TP0Gfc#t4>NBfl&1* BaF/hTPOR 
iNBiafctg® £-&fc 0 0 3lC*Lfci5t, aMb**!*, TPO S^#£S8I1 It 
ftV>, ^^T-fcS BaFiNBflSJCteJftg L4«>ofc. BI 4 Kl*r* L-fc J; 5 *fc-&®> 
TPO S*#*»gi*-a:fc BaP/mTPOR »iafcttiS:* L*A»ofc 0 
<fc *) » ^Mb^tta* t b TPO f^iCtlWlcf^ffl L, TPO T =f-^ h 
<b Ltf^l LTV* 3 £. i ^pj fcofc. 

Jak2, Tyk2, STAT3. STAT5, She, Vav, SHPTP2, MpK PLC y U 
Cbh MAPK, SAPK, p38MAPKT-, TPO JflJjfclcJ: 5 t> <0 t IHI — Xrfc o fc. £Jl-fc. 
©tt* J: 9 > #<fb TPO T = * hfg'ttfi TPO h N DV^t^SrfiltS 

S(*i0l 1 

20 fi£# 5£ ( I ) -cmt>$tl&fa'&V!) lOmg 

700 mg 

3 — > ^ — 274 mg 

HPC-L 16 mg 

1000 mg 

25 5£ ( I ) X-mttZtl 6 0 p< y ^^©^-aVN^ii-To 3 — 

145 



WO 01/07423 



PCT/JPOO/04909 



^chp c - l (&&jgfc fDJp>>7Dm^n-x) zk&ttftffiftn ft 

^ (JfUfflbSi® fLIO . 5~lmm) Ufc©^ $2*§|-f3o 

%«*«t*iB»^*v (12/60^ v>3.) x-WMLmm.ffl%mz* 

5 SS>#J0!I2 

w t © j$ # ft ^ * f * -r -k ^ 3f5 ^ m m. m ft m m t z „ 



f&ft 5£ ( I ) -Cmt>t?tl?>ih&® lOmg 

3 — — =f- 10 mg 
10 Xf7U >^V<y^- ->fr A 1 mg 



100 mg 

5£ ( I ) T-Stfr^n-Mb-S-tK ?L$f ft 60^; ^ao^s^tclto 

* — ^olcd^s iwcsi-f <, cne.ii^f7'j >®?^^* Aft 

V Sl^CTS^tSo 1 0 i§WL 100rag%5 ^iHf 5 > * ;i/ C 
15 t5. 

Kfflfll 3 

U T © /$ # ft ^ * t z * r -fe ;i/ 3*S « ffl Ifi #J ft St jS t Z o 



fi£# 5£ ( I ) T-Stfr^nS-fb-gr^ 15mg 

20 %m 90 mg 

n — ^ 42 mg 
HPC-L 3 mg 



150 mg 

s; ( i ) -e3tt>£ft£'fb-i§rtK attft 6 o ^ * ^©^-svwciii-f » n->^ 

25 t>— f S 1 2 O^i'i'aO^^^CIto Cft £ ft*g"& H P C - L 
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5 fig^ 5£ ( I ) -zm.t>ztiz>-(b-&Vd iomg 

?L$g 90 mg 

n&m-b^U-X 30mg 
CMC-Na 15 mg 

V >m~W*i"> A 5 mg 

10 150 mg 



3£ (I) -eiUfcsnS'fbi^ii&K e&*£ll-fe;i/D-;*> CMC-Na 

Mzmnv, i 5 o m ga>mm*nz>o 

15 

jfii^*E«©*«*#5Jlii**A<!)*6**fcli^l»» t L-C*»fc*it&l/»* - t 

20 
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l . ( I ) : 

X '- Y '- Z, ^0 CO 

YMi-NR A CO- (CH 2 ) o — 2 ■> — N R A C O — (CH 2 ) „ _ 2 - W - , - 
NR A C O- CH = CH-. -W- (CH 2 ) ,_ 5 -NR A CO- (CH 2 ) 0 _ 2 

10 -> -W- (CH 2 ) 1 _ s -CONR A - (CH 2 ) 0 _ 2 - . — C O N R A — (CH 
2) 0-2-s - (CH 2 ) 0 -6-NR A -SO 2 - (CH 2 ) o-s-x - (CH 2 ) 0 
- s -S0 2 -NR A - (CH 2 ) 0 -5-> — N R A — (CH 2 ) 0 - 2 ~. — N R A — 
C O - N R A — NR A — CS — NR A — > - N = C ( — S R A ) — N R A — N - 
NR A CSNR A CO-. -N=C ( — S R A ) — NR A C O — N — N R A — (CH 

15 2 ) 1 _ 2 -NR A -CO-, -NR A CONR A NR F CO-. * ii - N = C ( - 
NR A R A ) — N R A C O — (5£*. R A lZ*tl?n$kiL L T zkfil JSC ^ tl 

* .ti^ir n 7- ->7jk;k R F te7kmm*%.tz&wm$tix i^x 4> £^7- 

z 1 itwmz nx^x *> .fcVNT' u 1/ wmztixi^xi) ^v^tdj 1 ; ^ 

u 7 * Jl ¥ J ; 
A ^ttSi : 
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5 O-, -S-, — N R B — (5£f, R B «7K^^^*fci4®^T/W^/V) > £ 
-CH,- ;mlil, 2, 3; 12 3 ) T* 3tfr £ ft £ ^ ; 

( ) ri8^© T^snsft^*, -to?* 



(5£«K E«- (CH,) i-s-^ -O-CH,-, ifcli-S-CH^iR 8 
*5 ±T>*R 7 te^ft^ft»5i L-C7ki$f /E^, JllfcSix-CV^-Cfc «fc Vteftr/u^/K 

3 . X : 



10 /£!&o 



2 . X l #e&$ftTV^ t>iV^5l--fn7!) — list : 
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( it , Eii- (CH 2 ) x _ 3 - , -O-CHj-, Jfctt-S-CH 2 -;R 8 
# ./W *~ * v\ ig^T^^yU^-df- i/^^t:-^, fiiHStlT^t t> «fc ^ T 5 y 

4. Y'is-NHCO-, -CONH-. -NHCH 2 -, Sfcli-NHS0 2 - 
6 . A 'Jl^iS : 




[5*:<K R 8 ii7K^JK^afc«<S^T/Vdr/W ; MB- S -O-, -N (R c ) 

15 stii-cHj - ess*. R c te7kmm*$.-fzteQ£.mT ;Ti-zmmm 

7 . f&mi^^<D^tE^7jk-tmMm 1~6 <Z>V^ *Ld»fc|e«6© h d i^^i^^ 
20 8. shmm&<Df&%t-&1Zte^&3M'?hZ$1l&Tg. 1 ~ 7 W-ftlt*\Z.mSt<D h a ^ 
9 . jfe/h«S^P«?W-C*>*Bl3H:3a 1 — 7 ©v>-r*L;o»»c.|B*© h ny^^fify 

i o. fam&&&feMirztift<Dmm&mm-rz>tctb<Dm*m 1 - 7 
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l 2. -ttsC (II): 



5 




(5^ E«- (CH 2 ) x_3-, -0-CH 2 - N JfcH-S-CH z -;R 6 
*3±t>*R 7 «^n^^3*3i bTTK^il^^ fi*S;h,-CV^"t 1> J:V'><6«T/l'*yK 

Y 2 fi-NR G CO- (CH 2 ) 0 -2-> -NR G CO- (CH 2 ) „ - 2 - W - , - 
NR G CO- CH = CH-s -W- (CH 2 ) 1 _ s -NR°CO- (CH 2 ) 0 - 2 

15 -W- (CH 2 ) j-s-CONR 0 - (CH 2 ) 0 - 2 -> — C O N R 0 — (CH 

2 ) 0-2-. - (CH 2 ) 0 _ s -NR°-SO 2 - (CH 2 ) 0 -s-s ~ (CH 2 ) 0 
_ s -S0 2 -NR°- (CH 2 ) o-s-, — N R ° — (CH 2 ) 0 -2^ — N R ° — 
CO-NR°- N — NR G — CS— NR G — x - N = C ( — S R G ) -NR°-, - 
NR G CSNR°CO-, -N=C (-SR°) -NR G CO-> — N R G — (CH 

20 2 ) 1 _ 2 -NR°-CO- > -NR 8 C0NR G NR r CO-, £ £ «: - N = C ( - 

nr°r g ) — n r G c o — (^4>x R°(i^n^n$biL LXTkmm? z fc»±«» 
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Z J ttIt$nT^tt)J;^7xr:i/>, £ tlX 1% X « cfc V> 2 , 5-t'jy 

RV^R 2 O^C 



• SflW^ ; R 5 «7k^i^^*7h«©jSiTyV^/V ; Q *5 «fc T>* V « *r*t 3t LT- 

O-. -S-, — N R B — (5£f, R B «*^^^*^fi<£«iT^^r^) , &1tt± 
10 -CH 2 - ; mill, 2 % Sfcli 3 ) Xm£>£tlZ>m ; 

mm ( > ,• 

13.X 2 #5$ : 

15 ' R° R 7 



yy "xxxy yy "x 





Ett- (CH 2 ) i-s-. -O-CH,-, Sfctt-S-CH 2 -;R 6 
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